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What we claim is: 

1. A Compound of the Formula: 




B* 



or a pharmaceutical^ acceptable salt thereof, wherein; 

B is phenyl or a heteroaryl of 5 or 6 ring members, wherein a nitrogen 
with a removable hydrogen W a carbon adjacent to the carbon at the point of 
attachment of said phenyl or heteroaryl ring to A is optionally substituted by 
32 

R , a nitrogen with a removably hydrogen or a carbon at the other position 

36 

adjacent to the point of attachment^ optionally substituted by R , a nitrogen 

x 32 

with a removable hydrogen or a cat^o^ adjacent to R and two atoms from the 

.33 



point of attachment is optionally subst 



y R , a nitrogen with a 
36 



removable hydrogen or a carbon adjacent to>R and two atoms from the point 

35\ 

of attachment is optionally substituted by R ,^nd a nitrogen with a removable 

33 \35 

hydrogen or a carbon adjacent to both R and R\ is optionally substituted by 

R 34 ; 

R 9 R 10 R 1 R 12 R 13 R 32 , R 33 R 34 fPX* R 36 « 

independently selected from the group consisting of hydndo, acetamido, 
haloacetamido, amidino, guanidino, alkylenedioxy, haloalkylthio, alkanoyloxy, 
alkoxy, cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heWoaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, alkoxyallcyl, 
haloalkoxylalkyl, hydroxy, amino, alkoxyamino, nitro, alkylammo, 
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N-alkyl-N^rylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkyfamino, heterocyclylamino, heterocyclylalkylamino, alkylthio, 
alkylthioalkyl\alkylsulfinyl, arylsulfinyl, aralkylsulfmyl, cycloalkylsulfinyl, 
heteroarylsulfiriVl, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, 
5 cycloalkylsulfonW, heteroarylsulfonyl, alkylsulfonylalkyl, aiyl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido, 
amidosulfonyl, aJkaApyl, haloalkanoyl, alkyl, alkenyl, halo, haloalkyl, 
haloalkenyl, haloalkoVy, hydroxy haloalkyl, hydroxyalkyl, aminoalkyl, 
haloalkoxyalkyl, carbo\yalkyl, carboalkoxy, carboxy, carboxamido, 
1 0 carboxamidoalkyl, and cyano; 

32 33 34 a5 36 b 
R ,R ,R ,R\,andR are independently optionally Q ; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
C2-C8 haloalkyl, wherein each member of group B may be optionally 
15 substituted at any carbon up to and including 6 atoms from the point of 

32 33 

attachment of B to A with one or ni^re of the group consisting of R , R 

34 35 , 36 
R ,R ,andR ; 

B is optionally a C3-C12 cyclo^kyl or a C4-C9 heterocyclyl, wherein 

33 

each ring carbon may be optionally substituted with R , a nng carbon other 

2 0 than the ring carbon at the point of attachment of B to A may be optionally 

substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and nitrqgens adjacent to the carbon at 

v 9 13 

the point of attachment may be optionally substituted with R or R , a ring 



carbon or nitrogen adjacent to the R" positicjfi^gd^wo atoms from the point of 

nitrogen adjacent to 



10 



2 5 attachment may be substituted with R , a rin 
13 

the R position and two atoms from the point of attachment may be 
12 

substituted with R , a ring carbon three atoms from the point of attachment 
and adjacent to the R^ position may be substituted with FcP, a ring carbon 
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three atoms fnjm the point of attachment and adjacent to the R position may 

33 

be substituted w\h R , and a ring carbon four atoms from the point of 

11 33 

attachment and adj^ent to the R and R positions may be substituted with 
.34 



10 



15 



20 



25 



A is selected from the group consisting of a bond, (W ) rr - 

15 15 7 

(CH(R )) pa and (CH(RA )) pa -(W ) n wherein rr is 0 or 1, pa is an integer 

\ 7 

selected from 0 through 6, and W is selected from the group consisting of O, 

7 7 \ 7 

S, C(O), (R )NC(0), (R )NC(S), and N(R ), with the proviso that no more 

than one of the group consisting of rr and pa is 0 at the same time; 



alkyl; 



R is selected from the groap consisting of hydrido, hydroxy, and 



R^ is selected from the groupVonsisting of hydrido, hydroxy, halo, 



alkyl, and haloalkyl; 

*I> is NH or NOH; 

R 1 andX are independenuys^eted from the group consisting of 

hydrido, alkyl, alkenyl, cyano, halo, hkk^aJl^4^toalkoxy, haloalkylthio, amino, 
aminoalkyl, alkylamino, amidino, hydrox^feyo^xj^^ino, alkoxy, 
hydroxy alkyl, alkoxyamino, thiol, and alkylthio;> 

X° and R 1 or R 1 and R^ is optionally -W^=X-Y=Z- wherein 

-W=X-Y=Z- forms an aryl or C5-C6 heteroaryl; 

W, X, Y, and Z are independendy selected frtyn the group consisting of 

C(R 9 ), C(R 10 ), QR 1 S, C(R 12 ), N, N(R 10 ), O, S, and a bond with the proviso 

that one of W, X, Y, and Z is independently selected to be a bond when one of 
W, X, Y, and Z is O or S, with the further provison that no more than one of W, 
X, Y, and Z is optionally O or S, and with the additional provison that no more 

10 

than three of W, X, Y, and Z are optionally N or N(R ); 
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20 



an\ R 1 or R 1 and R 2 is optionally bonded together to form C5-C8 

cycloalkenyl rirtc or a partially saturated C5-C8 heterocyclyl ring, wherein said 
cycloalkenyl ring\pr heterocyclyl ring is optionally substituted with one or more 

of the group consis^ng of R^, R*^, R* \ R , and R ; 
R 2 is Z 0 ^g; 

Z° is selected fr^m the group consisting of a bond, 

W°-(CH(R )) p wherein pas an integer selected from 0 through 3, and IS 

41 41 

selected from the group consisting of O, S, C(O), S(O), N(R ), and ON(R ), 

41 \ 41 

(CH(R )) a -0 wherein g is an integer selected from 1 through 3, (CH(R )) a - 

\ & 

S wherein g is an integer selected from 1 through 3 with the proviso that Z° is 
directly bonded to the pyridone ring\ 

Z is optionally w 22 '-(CH(R\ )) h wherein h is 0 or 1 and w 22 is 

selected from the group consisting of C^c =CR , 1,2-cyclopropyl, 

1,2-cyclobutyl, 1,2-cyclohexyl, 13-cyclolJfexyl, 1,2-cyclopentyl, 
13-cyclopentyl, 23-morpholinyl, 2,4-morpholinyl, 2,6-morpholinyl, 

3.4- morpholinyl,3^-morpholinyl, 1,2-piper^zinyl, 13-piperazinyl, 
23-piperazinyl, 2,6-piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 
23-piperidinyl, 2,4-piperidinyl, 2,6-pipeddinyl\ 3,4-piperidinyl, 
1,2-pyrrolidinyl, 13-pyrrolidinyl, 23^^^^/^ 2,4-pyrrolidinyl, 

2.5- pyrrolidinyl, 3,4-pyrrolidinyl, 23-tetrahVdk^ranyl, 

2,4-tetrahydrofuranyl, 2,5-tetrahydrofurar^\n^^^ wherein 



Z is directly bonded to the pyridone ring an< 



Iw 25 



ionally substituted 



. 9 10 

with one or more substituents selected from the groub consisting of R , R , 



11 12 13 J22 

R , R , and R , with the proviso that 



is selected from other than a 



25 cycloalkyl when Y is selected from the group consistingW thiazolyl, 

imidazolyl, and pyridyl and any one of Q*\ R^ and R^ is selected from the 
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group consisting of hydrido, amino, aminoalkyl, hydroxyalkyl, halo, 
trifluorotnethyl, alkyl, and alkoxy; 
4 \ 

R >s selected from the group consisting of hydrido, hydroxy, amino, 

and alkyl; 

42 . 

R is selected from the group consisting of amidino, hydroxyamino, 

hydrido, hydroxy, almino, and alkyl; 

Q is phenyl ot a heteroaryl of 5 or 6 ring members, wherein a nitrogen 
with a removable hydrWen or a carbon adjacent to the carbon at the point of 

attachment of said phenw or heteroaryl ring to Z° is optionally substituted by 

9 \ 
10 R , a nitrogen with a removable hydrogen or a carbon at the other position 

13 

adjacent to the point of attachment is optionally substituted by R , a nitrogen 

\ 9 
with a removable hydrogen or a ^arbon adjacent to R and two atoms from the 

point of attachment is optionally substituted by R^, a nitrogen with a 

13 

removable hydrogen or a carbon adjacent to R and two atoms from the point 

12 

15 of attachment is optionally substituted by R , and a nitrogen with a removable 

k) 12 

hydrogen or a carbon adjacent to both R \ and R is optionally substituted by 



20 



\ with the proviso that Q is otl 



Q is optionally hydrido with 




nyl when Z is a bond; 



hat Z is other than a bond; 



4a 4b 

K is (CR R ) n wherein n is 1 
4a 4b 

R and R are independently selected from the group consisting of 

halo, hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alkykhioalkyl, and haloalkyl; 

o 1 4a 4b 

E is E , when K is (CR R ) n , wherein E~\s selected from the group 

consisting of a bond, C(O), C(S), C(0)N(R ? ), (R 7 )NC(p), S(0) 2 , 

(R 7 )NS(0) 2 ,and S(Q) 2 N(R 7 ) ; 
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Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

V s 
of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 
contiguous\toms from the point of attachment of Q to the phenyl or 



heteroaryl ringvis substituted by Q , a carbon adjacent to the point of 

17 

5 attachment of Q° i\ optionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to is optionally substituted by R**\ and another carbon adjacent to 

b \ 19 

Q is optionally substituted^ R ; 

16 17 18 a. 

R , R , R , and R A \ are independently selected from the group 

1 0 consisting of hydrido, amidino, gimnidino, carboxy, haloalkylthio, alkoxy , 

hydroxy, amino, nitro, alkoxyaminoMower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, Mkyl, alkenyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, haloalkoxy all^yl, carboalkoxy, and cyano; 

R 1 ^ or R 19 is optionally selectedYrom the group consisting of 



15 NR 2 °R 21 , N(R 26 )C(NR 25 )N(R- 

proviso that R 16 , R 19 , and Q b are not"! 



.b . 



20 



25 23 24 
idC(NR )NR R , with the 



imi 



sly hydrido; 



Q is selected from the group consisting of 



5 21 . „ f 
R , aminoalkyl, 



26 25 23 24 25 23 24 

hydrido, N(R )C(NR )N(R )(R ), and C(NR^)NR R , with the 

20 JT ,21. , ijr 
proviso that no more than one of R and R is selected Irom the group 

consisting of hydroxy, amino, alkylamino, and dialkylamirto at the same time 

23 \ 24 . 

and with the further proviso that no more than one of R and R is selected 

from the group consisting of hydroxy, amino, alkylamino, andyialkylamino at 
the same time; 
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20 2 1 23 24 23 26 
R ,R ,R , R ,R ,andR are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, aminoalkyl, amino, dialkylamino, 

alkylamimj, and hydroxyalkyl; 

s x 37 38 

Q is\selected from the group consisting of a bond, (CR R )^ 

14 1 

5 wherein b is anHgfqger selected from 1 through 4, and (CH(R )) c - W - 

(CH(R 15 )) d wherein c and d are integers independently selected from 1 

1 \ 14 
through 3 and W is \elected from the group consisting of C(0)N(R ), 

(R 14 )NC(0), S(O), S(<^2, S(0) 2 N(R 14 ), N(R 14 )S(0) 2 ,and N(R 14 ), with the 
14 

proviso that R is selectedsfrom other than halo when directly bonded to N 

37 38 14 
1 0 and with the further proviso thVt (CR R and (CH(R )) c are bonded to 



E°; 



14 



R is selected from the gro^p consisting of hydrido, halo, alkyl, and 

haloalkyl; 

37 38 

R and R are independently \elec ted from the group consisting of 



1 5 hydrido, alkyl , and haloalkyl ; 
.38 



.38 



R"" is optionally aroyl orli^rd^yl^wherein R is optionally 

substituted with one or more substituents selebted^rom the group consisting of 

16 17 18 19 
R ,R ,R ,andR ; 



Y° is optionally Y AT wherein Y AT is Q -Q S ; 



15. 



20 Y° is optionally Q-Q SS wherein Q SS is (CH(R\ )) e - W -(CH(R )) h , 

2 . 4b 4b 

wherein e and h are independently 1 or 2 and W is CR ^=CR with the 

14 o 
proviso that (CH(R )) e is bonded to E ; 
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\ Y° is optionally Q b -Q ssss or Q b -Q ssssr wherein Q SSSS is (CH(R 38 )) r - 

5 \ QQQQr 38 6 5 6 

W andsO is (CH(R )) r -W , r is 1 or 2, W and W are independently 

selected from the group consisting of l,4~indenyl, 1,5-indenyl, 1,6-indenyl, 1,7- 
indenyl, 2,7-indenyl, 2,6-indenyl, 2,5-indenyl, 2,4~indenyl, 3,4-indenyl, 3,5- 
5 indenyl, 3,6-indenyl, 3,7-indenyl, 2,4-benzofuranyl, 

2.5- benzofuranyl, 2L6-benzofuranyl, 2,7-benzofuranyl, 3,4-benzofuranyl, 3,5- 
benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 
2,4-benzothiophenyl, 2^-benzothiophenyl, 2,6-benzothiophenyl, 
2,7-benzothiophenyl, 3,4-^enzothiophenyl, 3,5-benzothiophenyl, 

10 3 ,6-benzothiopheny 1 , 3 ,7-behzothiophenyl , 2,7-imidazo( 1 ,2-a)py ridiny I , 

3 .4- imidazo( 1 ,2-a)pyridinyl, 3 >5-imidazo( 1 ,2-a)pyridinyl, 

3.6- imidazo(l,2-a)pyridinyl, 3,7^imidazo(l^-a)pyridinyl, 2,4-indolyl, 

2.5- indolyl, 2,6-indolyl, 2,7-indolyk3,4-indolyl, 3,5-indolyl, 3,6-indolyl, 

3.7- indolyl, l,4~isoindolyl, 1,5-isoindolyl, 1,6-isoindolyl, 2,4-isoindolyl, 
15 2,5-isoindolyl, 2,6-isoindolyl, 2,7-isoiiKk)lyl, 13-isoindolyl, 3,4~indazolyl, 

3,5-indazolyl, 3,6-indazolyl, 3,7-indazolyV 2,4-benzoxazolyl, 
2,5-benzoxazolyl, 2,6-benzoxazolyl, 2,7-benzoxazolyl, 3,4~benzisoxazolyl, 3,5- 
benzisoxazolyl, 3,6-benzisoxazolyl, 3,7-benzitoxazolyl, l,4~naphthyl, 1,5- 
naphthyl, 1,6-naphthyl, 1,7-naphthyl, 1,8-naphtJWl, 2,4-naphthyl, 

2 0 2,5-naphthyl, 2,6-naphthyl, 2,7-naphthyl, 2,8-napMiyl, 2,4-quinolinyl, 

2,5-quinolinyl, 2,6-quinolinyl, 2,7-quinolinyl, 2,8-quinolinyl, 3,4~quinolinyI, 3,5- 
quinolinyl, 3,6-quinolinyl, 3,7-quinolinyl, 3,8-^^DlinyU 4,5-quinolinyl, 4,6- 
quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoqS^^myl, 
1,5-isoquinolinyl, 1,6-isoquinolinyl, l,7-isoquin^inyl>^^soquinolinyl, 3,4- 

2 5 isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyl^3L^is^^^inyl, 3,8- 
isoquinolinyl, 4,5-isoquinolinyl, 4,6-isoquinolinyl, 4,7-isoquineSiflt^l, 4,8- 
isoquinolinyl, 3,4-cinnolinyl, 3,5-cinnolinyl, 3,6-cinnolinyl, 3,7-fcinnolinyl, 3,8- 
cinnolinyl, 4,5-cinnolinyl, 4,6-cinnolinyl, 4,7-cinnolinyl, and 4,8-cinnolinyl, and 

\ 5 

each carbon and hyrido containing nitrogen member of the ring of me W and 



30 of the ring of the W , other than the points of attachment of w 5 and 



is 



9 \0 

optionally substituted with one or more of the group consisting of R , R 
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i^. 12 w5 6 

R \ and R , with the proviso that and W are selected from other than 

2,4-beflzofuranyl, 2,5-benzofuranyl, 2,6-benzofuranyl, 2,7-benzofuranyl, 
3,4-benzofuranyl, 3,5-benzofuranyl, 3,6-benzofuranyl, 3,7-benzofuranyl, 
2,4-indolyi>2^-indolyl, 2,6-indolyl, 2,7-indolyl, 3,4-indolyl, 3,5-indolyl, 
5 3,6-indolyl,3V-indolyl, l,4~isoindolyl, 1,5-isoindolyl, 1,6-isoindolyl, 

2,4-isoindolyl, iu&isoindolyl, 2,6-isoindolyl, 2,7-isoindolyl, 13-isoindolyl, 

3.4- indazolyl, 3,5Wlazolyl, 3,6-indazolyl, 3,7-indazolyl, 2,4-benzoxazolyl, 

2.5- benzoxazolyl, 2J6-benzoxazolyI, 2,7-benzoxazolyl, 3,4-benzisoxazolyl, 
3,5-benzisoxazolyl, 3)6-benzisoxazolyl, and 3,7-benzisoxazolyl, wherein r is the 

10 integer one, with the further proviso that Q b is bonded to lowest number 



substituent position of eacl 



with the still further proviso that Q is bonded 



to highest number substituentVosition of each W , and with the additional 
proviso that (CH(R^)) r is bonded to E°. 



15 



2. Compound of Claim 1 of the Formula: 

>1 




or a pharmaceutical^ acceptable salt thereof, wn^reh 

B is phenyl or a heteroaryl of 5 or 6 rmg mtere^, wherein a carbon 
adjacent to the carbon at the point of attachmem><ifs^s^^yl or heteroaryl 

32 

2 0 ring to A is optionally substituted by R , the other carb^n^dj^nt to the 

,36 

carbon at the point of attachment is optionally substituted by ^ , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 

33 36 
optionally substituted by R , a carbon adjacent to R and two atWns from the 
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35 

carboy at the point of attachment is optionally substituted by R , and any 

33 35 34 
carbon adjacent to both R and R is optionally substituted by R ; 

33 34 35 36 
R^^R , R ,R , andR are independendy selected from the 

group consistingvof hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkylenedioxy, haMilkylthio, alkanoyloxy, alkoxy, hydroxy, amino, 
alkoxyamino, haloalkanoyl, nitro, lower alkylamino, alkylthio, aryl, aralkyl, 
cycloalkyl, cycloalkylaUcyl, heteroaryl, heterocyclyl, alkylsulfonamido, 
amidosulfonyl, monoalk^l amidosulfonyl, dialkyl amidosulfonyl, alkyl, alkenyl, 
halo, haloalkyl, haloalkenyl^ haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, 

aminoalkyl, carboalkoxy, cartupxy, carboxamido, cyano, and Q ; 

B is optionally selected irom the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8\lkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
C2-C8 haloalkyl, wherein each member of group B is optionally substituted at 
any carbon up to and including 6 atoms from the point of attachment of B to A 

v 32 33 34 35 36 
with one or more of the group consisting of R ,R ,R ,R ,andR ; 

B is optionally a C3-C12 cycloalky^ or C4-C9 heterocyclyl, wherein 

x 33 

each ring carbon may be optionally substituted with R , a ring carbon other 

than the ring carbon at the point of attachment of B to A may be optionally 
substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and nitrogensyadjacent to the carbon at 

x 9 13 

the point of attachment may be optionally substituted with R or R , a ring 



carbon or nitrogen adjacent to the R position findstwa^aroms from the point of 

attachment may be substituted with R^, a ring ca^b^^^^Q^n adjacent to 
13 

the R position and two atoms from the point of attachment rr^a) 

12 x 
substituted with R , a ring carbon three atoms from the point of Attachment 

10 11 
and adjacent to the R position may be substituted with R , a nns carbon 

12 

three atoms from the point of attachment and adjacent to the R position may 
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33 

be substituted with R , and a ring carbon four atoms from the point of 

11 33 

attachmenKand adjacent to the R and R positions may be substituted with 



R 



34 



9 lA 11 12 13 
R , R \R , R , and R are independently selected from the group 



5 consisting of hydricio, acetamido, haloacetamido, alkoxyamino, alkanoyl, 
haloalkanoyl, amidino, guanidino, alkylenedioxy, haloalkylthio, alkoxy, 
cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocy^lyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkylamino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 

10 heteroaralkylamino, heterocVclylamino, heterocyclylalkylamino, alkylthio, 

alkylsulfinyl, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, 
alkylsulfamido, alkylsulfonyl, ajylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
heteroarylsulfonyl, amidosulfonyk alkyl, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocVclyl, halo, haloalkyl, haloalkoxy, 

15 hydroxyalkyl, hydroxyhaloalkyl, anunoalkyl, carboalkoxy, carboxy, 

carboxyalkyl, carboxamido, and cyanc 

15 \7 

A is a bond or (CH(R )) pa -(^ )n* wherein rr is 0 or 1 , pa is an 
integer selected from 0 through 3, and W'\js selected from the group 
consisting of O, S, C(O), (R 7 )NC(0), (R 7 )NC(S), and N(R ? ); 



20 



25 



R is selected from the group consi 
15, 



of hydrido, hydroxy and alkyl; 
hydrido, hydroxy, halo, 



R is selected from the group coi 

alkyl, and haloalkyl; 

R 1 and X° are independendy selected from tfte <^K&p consisting of 

hydrido, alkyl, cyano, halo, haloalkyl, haloalkoxy, aminfc, aminoalkyl, 
alkylamino, amidino, hydroxy, hydroxyamino, aikoxy, hydroxyalkyl, 
alkoxyamino, thiol, and alkylthio; 

X° and R 1 or R 1 and R 2 is optionally -W=X-Y=2r wherein 



-W=X-Y=Z- forms an aryl or heteroaryl of 5 or 6 ring-members; 
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15 



20 



25 



X, Y, and Z are independently selected from the group consisting of 

C(R 9 ), C(V°)> QR 11 ), C(R 12 ), N, N(R 10 ), O, S and a bond with the proviso 

that one of W>X, Y, and Z is independently selected to be a bond when one of 
W, X, Y, and z\s O or S, with the further proviso that no more than one of W, 
X, Y, and Z is optionally selected from the group consisting of O and S, and 
with the addition^OToviso that no more than three of W, X, Y, and Z are 

optionally N or N(R* 

X° and R 1 or R%nd R 2 is optionally bonded together to form C5-C8 

cycloalkenyl ring or a partially saturated C5-C8 heterocyclyl ring, wherein said 
cycloalkenyl ring or heterocyclyl ring is optionally substituted with one or more 

- . ^9\10 ^11 „12 13 
of the group consisting of R , ^ , R , R , and K 



R 2 is Z°-Q; 



.42 



Z° is selected from the grouX consisting of a bond, W°-(CH(R )) p 

wherein p is an integer selected from Ovthrough 3 and is selected from the 

41 \ 41 

group consisting of O, S, and N(R ), arid (CH(R )) g -0 wherein g is an 

integer selected from 1 through 3, with the proviso that Z° is directly bonded to 
the pyridone ring; 



Z° is optionally 



W 22 -(CH(R 42 ))v 



22 . 

wherein h is 0 or 1 and W is 



1,2-cyclobutyl, 
lopentyl, 
rpholinyl, 
inyl, 



selected from the group consisting of 1,2- 
1,2-cyclohexyl, 13-cyclohexyl, 1,2-cyclo; 
23-morpholinyl, 2,4-morpholinyl, 2,6-morp! 

3.5- morpholinyl, 1,2-piperazinyl, 13-piperazin; 

2.6- piperazinyl, 1,2-piperidinyl, 13-piperidinyl, 
2,4-piperidinyl, 2,6-piperidinyl, 3,4-piperidinyl, 1,2-py^ 
13-pyrrolidinyl, 23-pyrrolidinyl, 2,4-pyrrolidinyl, 2,5-pynblidinyl, 
3,4-pyrrolidinyl, 23-tetrahydrofuranyl, 2,4-tetrahydrofuranyL 2,5- 
tetrahydrofuranyl, and 3,4-tetrahydrofuranyl, wherein Z° is diftpctly bonded to 

the pyridone ring and w 22 is optionally substituted with one orymore 
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10 



sutoituents selected from the group consisting of R 9 , R 10 r 1 \ r 12 , ^ R 13 

with\, proviso that W 22 is selected from other than a cycloalkyl wherein Y° is 
selected Wed f ra th. ^ consisting of tWazolyl ^ ^ 

and any oneV Q . R and R » is from ^ ^ rf 
amino, aminoaW, hydroxyalkyi, halo, trifluoromethyl, alkyl, and alkoxy; 

R is seated from the group consisting of hydrido, hydroxy,^ 0 ' 
alkyl; X 

42. v 

is selected fen the group consisting of amidino, hydroxyamino, 
hydrido, hydroxy, amino, dfcid alkyl; 

Q is phenyl or a hetLaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the po\nt of attachment of said phenyl or heteroaryl 
ring to Z°is optionally substituted R 9 the other carbon adjacent to the 
carbon at the point of attachment is\tionally substituted by R 13 , a carbon 
adjacent to R 9 and two atoms from the\rbon at the point of attachment is 
15 optionally substituted by R 10 a carbon to R 13 and two atoms from the 

carbon at the point of attachment is optional Instituted by R 12 and any 
carbon adjacent to both R 10 and R 12 is ^onaLubstituted by R 1 \ with the 
proviso that Q is other than a phenyl whk Zi^Ld; 

Q is optionally hydrido with the pro^^fe^elected from other 
20 than a bond; 

K is CHR 4a wherein R 4a is selected from the gro^Lting of 
hydrido, hydroxyalkyi, alkyl, alkoxyalkyl, alkyl thioalkyl, and\aloalkyl; 

E is selected from the group consisting of a bond, C(d\N(H), 
(H)NC(O), (R ? )NS(0) 2 , and S(0) 2 N(R 7 ) ; 
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is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

\ s 
of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 
contiguous atoms from the point of attachment of Q to the phenyl or 

\ b 
heteroaryl ring is substituted by Q , a carbon adjacent to the point of 

s \ 17 
attachment of Q is optionally substituted by R , another carbon adjacent to 

* s 18 
the point of attachment of\Q is optionally substituted by R , a carbon 

b \ 16 

adjacent to Q is optionally substituted by R , and another carbon adjacent to 

b \19 
Q is optionally substituted by 

16 17 18 19 x 

R , R , R , and R areandependently selected from the group 

consisting of hydrido, amidino, guanidmo, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl^halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 

16 19 x 
R or R is optionally selected frornythe group consisting of 

NR R ,N(R )C(NR )N(R )(R ), and C(NR )NR R , with the 

proviso that R**\ R^, and Q b are not simultaneously hydrido; 



Q is selected from the group consisting < 
N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and CCNR^^R* 



-^21 , 

R , hydrido, 



20 21 

more than one of R and R is selected from the group cor 



^he proviso that no 
ig of hydroxy, 



amino, alkylamino, and dialkylamino at the same time and with fcjie further proviso 

23 24 

that no more than one of R and R is selected from the grou 

hydroxy, amino, alkylamino, and dialkylamino at the same time; 

20 21 23 24 25 26 . , 

R , R , R , R , R , and R are independently sel 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 
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+ 



a 



s 37 38 

x is selected from the group consisting of a bond, (CR R )^ 

wherein b rs an integer selected from 1 through 4, and (CH(R )) C -W - 

(CH(R^))j v^erein c and d are integers independently selected from 1 

_ 14 
through 3 and W^s selected from the group consisting of C(0)N(R ), 

5 (R 14 )NC(0), S(O), S^p) 2 , S(0) 2 N(R 14 ), N(R 14 )S(0) 2 , and N(R 14 ), with the 
14 x 

proviso that R is selected from other than halo when directly bonded to N 

37 38 14 
and with the further proviso £hat (CR R )\^, and (CH(R )) c are bonded to 



E°; 



14 x 
R is selected from the group consisting of hydrido, halo, alkyl, and 



fU 



10 haloalkyl; 



15 



37 38 

R and R are independently fleeted from the group consisting of 

hydrido, alkyl, and haloalkyl; 

38 \ 38 
R is optionally aroyl or heteroaroylWherein R is optionally 

substituted with one or more substituents selected from the group consisting of 

16 17 18 19 
R ,R ,R , andR ; 



Y° is optionally Y AT wherein 1 
Y° is optionally Q^-Q ss wherein^ 



^ss 



1SN 



l ?))e" w2 -( CH ( Rl5 ))h' 



wherein e and h are independently 1 or 2 and ^ isXiR"^CH with the 

14 o 
proviso that (CH(R )) e is bonded to E . 



20 



3. Compound of Claim 2 or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, trialkylkilyl, C2-C8 
alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and C2-C8 Haloalkyl, 
wherein each member of group B is optionally substituted at any carbon up to 
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10 



15 



20 



25 



and inducing 6 atoms from the point of attachment of B to A with one or more 

x . • ^32 33 34 35 ,36 
of the group\onsisting of R , R , R , R , and R ; 

32 33 34 35 36 
R , R \. R , R , and R are independently selected from the 

group consisting oPhydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, h^oalkoxy, hydroxyalkyl, hydroxy haloalkyl, carboalkoxy, 

carboxy, carboxamido, cyano, and Q^; 

15 V 

A is (CH(R ))p a -W\ wherein pa is an integer selected from 0 through 

7 \ 7 7 

3 and W is selected from the gn}up consisting of O, S, and N(R ) wherein R 

is hydrido or alkyl; 

15. x 
R is selected from the group^consisting of hydrido, hydroxy, halo, 

alkyl, and haloalkyl with the proviso that^^ is other than hydroxy or halo 

15 \ 7 

when R is on the carbon bonded directly to W ; 



R X and X° are independently selected 1 



rom 



the group consisting of 
hydrido, alkyl, cyano, halo, haloalkyl, haloalkoxy\amino, aminoalkyl, 
alkylamino, amidino, hydroxy, hydroxyamino, alkoxy, hydroxyalkyl, 
alkoxyamino, thiol, and alkylthio; 
1 9 

R and R z is optionally -W=X-Y=Z- wherein\W=X-Y=Z- forms an 
aryl or heteroaryl of 5 or 6 ring-members; 

W, X, Y, and Z are independently selecte 



C(R 9 ), C(R 10 ), C(R H ), C(R 12 ), N, N(R 10 ), O 



group consisting of 
Nwith the proviso 

that one of W, X, Y, and Z is independently selected^© b\ a^ndVfeen one of 
W, X, Y, and Z is O or S, with the further proviso that nomore\than one of W, 
X, Y, and Z is optionally selected from the group consisting of u\and S, and 
with the additional proviso that no more than three of W, X, Y, ancf£ are 

optionally N or N(R^); 

1 2 

R and R* is optionally bonded together to form C5-C8 cyclozflkenyl 

ring or a partially saturated C5-C8 heterocyclyl ring, wherein said cycloalj^enyl 
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ring or hefcrfocyclyl ring is optionally substituted with one or more of the group 

\9 10 11 12 13 

consisting of R\ , R , R , R , and R ; 

R 2 isZ°-<_ 

Z° is a bond Or W°-(CH(R 42 )) p wherein p is an integer selected from 0 

\ 41 
through 3 and W° ^selefcted from the group consisting of O, S, and N(R ), 

with the proviso that Z° is dflrectly bonded to the pyridone ring; 



R 41 is selected from t^e group consisting of hydrido, hydroxy, and 



alkyl; 



42 \ ... 

R is selected from the grolxp consisting of amidino, hydndo, 

hydroxy, amino, and alkyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

ring to Z° is optionally substituted by R^, thfe other carbon adjacent to the 

carbon at the point of attachment is optionally substituted by R , a carbon 

9 \ 
adjacent to R and two atoms from the carbon at tne point of attachment is 

10 \13 
optionally substituted by R , a carbon adjacent to R\ and two atoms from the 

carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R*° and R 12 is optionally substituted by R 1 \ with the 
proviso that Q is other than a phenyl when Z° is i bo 

R 9 , R 10 , R 1 \ R 12 , and R 13 are independently s^p!fe^|rom the group 

consisting of hydrido, acetamido, haloacetamido, alkox) 
haloalkanoyl, amidino, guanidino, alkylenedioxy , haloalkylthiV 
cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 
alkylamino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylthio^ 
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alkylsulfinW, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, 
alkylsulfamido, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
heteroarylsulfortyl, amidosulfonyl, alkyl, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, hydrokvhaloalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, carboxanrido, and cyano; 

\ 4a 

K is CHR wher&n R is selected from the group consisting of 
hydrido, hydroxyalkyl, alkyl\lkoxyalkyl, alkylthioalkyl, and haloalkyl; 
E° is selected from the group consisting of a bond, C(0)N(H), 

(H)NC(O), (R 7 )NS(0) 2 ,and S(o\n(R ? ); 

Y° is phenyl or a heteroaryl of :§ or 6 ring members, wherein one carbon 

\ s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q*\ a carbon adjacent to the point of 

s 17\ 
attachment of Q is optionally substituted by R , another carbon adjacent to 

s \ 18 

the point of attachment of Q is optionally substituted t^y R , a carbon 

adjacent to is optionally substituted by R**\ and another carbon adjacent to 

b 19 
Q is optionally substituted by R ; 



16 17 18 19 
R , R ,R , andR are independenfl^selei 



the group 

Ikoxy, 



Sail 



consisting of hydrido, amidino, guanidino, carbox 
hydroxy, amino, alkoxyamino, lower alkylamino, alkykhi\ affc^lsiifi^iyl 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloal 
hydroxyalkyl, aminoalkyl, and cyano; 

R^ or R^ is optionally selected from the group consisting of 
NR 2 °R 21 ,N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C(NR 25 )NR 23 R 24 , with^e 
proviso that R*^, R 1 ^, and Q b are not simultaneously hydrido; 
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Q b is 



Is? S 



1 fe? 



15 



20 



20 21 

tected from the group consisting of NR R , hydrido, 



26 2S \ 23 24 25 23 24 

N(R )C(NR )MR )(R ), and C(NR )NR R , with the proviso that no 

20v 21 

more than one of R and R is selected from the group consisting of hydroxy, 

amino, alkylamino, and dralkylamino at the same time and with the further proviso 

^ v 23 24 . . 

5 that no more than one of R \ and R is selected from the group consisting of 

hydroxy, amino, alkylamino, aAd dialkylamino at the same time; 

20 21 23 24 25 26 
R , R , R , R , R \ and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

\ 37 38 

Q is selected from the group\consisting of a bond, (CR R \ 

1 0 wherein b is an integer selected from lWough 3, and 

(CH(R 14 )) c -W 1 -(CH(R 15 )) d wherein cVnd d are independently 1 or 2 and 

1 V 14 14 

W is selected from the group consisting ofc C(0)N(R ), (R )NC(0), S(O), 

14 14 A 14 14 

S(0) 2 , S(Q) 2 N(R ),N(R )S(0) 2 ,andN(R\ ), with the proviso that R is 



selected from other than halo when directly bonded to N and with the further 

37 38 14 \ o 

proviso that (CR R ) b , and (CH(R )) c are boftded to E ; 



14 \ 
R is selected from the group consisting of nydrido, halo, alkyl, and 

haloalkyl; 

37 38 

R and R are independently selected from theWoup consisting of 

hydrido, alkyl, and haloalkyl; 
38 

R is optionally aroyl and heteroaroyi 
Y° is optionally Q b -Q SS wherein Q SS is (GH(rY^^ 

wherein e and h are integers independently selected from u tJirough2^nd 

4a 14 o 

is CR =CH with the proviso that (CH(R )) e is bonded to E . 



25 



295 



C-3202 



4. Compound of Claim 3 of the Formula: 



G 
so 
% 4 

m 

cn 
ru 

£ 

ru 

C3 
C3 

o 



20 




o 

or a pharmaceutical^ accejrtable salt thereof, wherein; 

B is selected from tlife group consisting of hydrido, trialkylsilyl, 
C2-C4 alkyl, C3-C5 alkylenyIiC3-C4 alkenyl, C3-C4 alkynyi, and 
C2-C4 haloalkyl, wherein eachVember of group B is optionally substituted at 
any carbon up to and including 3 Vtoms from the point of attachment of B to A 

with one or more of the group < 



32 33 34 
sting of R ,R , andR ; 



32 33 34 \ 

R , R , and R are independently selected from the group 

1 0 consisting of hydrido, acetamido, haloacWnido, amidino, guanidino, alkoxy , 

hydroxy, amino, alkoxyamino, alkylaminV alkylthio, amidosulfonyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, hydroXyhaloalkyl, carboalkoxy, carboxy, 

carboxamido, and cyano; 

15 7 \ 

Ais(CH(R )) pa -N(R ) wherein pa Jis an integer selected from 0 



1 5 through 2 and R is selected from the 



15 



con^sting of hydrido and alkyl; 
ydrido, halo, alkyl, and 



R is selected from the group 
haloalkyl; 

R 1 and X° are independently from the grouj^ccWs^ng of hydrido, 
alkyl, cyano, halo, haloalkyl, haloalkoxy, amino, aminoalkjd, alkylamino, 
amidino, hydroxy, hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, 
and alkylthio; 

R 2 is Z°-Q; 
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Z° is a bonder W°-CH(R 42 ) wherein W° is selected from the group 
41 

consisting of O, S, and I^(R ); 

R 41 and R 42 are iiidependently hydrido or alkyl; 

Q is phenyl or a heterWyl of 5 or 6 ring members, wherein a carbon 
adjacent to the cafcbn at the point of attachment of said phenyl or heteroaryl 

\ 9 

ring to Z° is optionally substituted by R , the other carbon adjacent to the 
carbon at the point of attachment isWionally substituted by R , a carbon 

adjacent to R 9 and two atoms from thk carbon at the point of attachment is 

10 \ ^13 r *u 

optionally substituted by R , a carbon ^djacent to R and two atoms trom the 

carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 \ with the 
proviso that Q is other than a phenyl when Z°\s a bond; 

R 9 , R 1 \ and R 13 are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidbsulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyh^oalkyl, carboxy, 
carboxamido, and cyano; 

R 10 and R 12 are independently selected from tKe group consisting of 



1, aryl, aralkyl, 
cycloalkoxy, 



ino, 



hydrido, acetamido, haloacetamido, amidino, g 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyc! 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy^ 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, 
alkoxyamino, alkylamino, arylamino, aralkylamino, hetero 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, 
alkylsulfonamido, amidosulfonyl, arylsulfinyl, aralkylsulfinyl, 
cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, aralkylsulfonyO 
cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, hydroxyhaloalkyl, 
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aminoalkyi, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, haloalkyl, 
and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

\ s 
of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 
5 contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q^, a carbon adjacent to the point of 

s \ 17 

attachment of Q is optionally substituted by R , another carbon adjacent to 

s \ 18 
the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to is optionally substituted by R**\ and another carbon adjacent to 



10 



15 



20 



is optionally substituted by R^; 

16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, cafboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfmyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, h^droxyalkyl, aminoalkyl, and 
cyano; 

R^ or R^ is optionally selected from the grbup consisting of 

90 91 0f% ?S 73 24 23 24 

NR R , N(R )C(NR )N(R )(R ), and C(NR ^)NR R , with the 



proviso that R 1 ^, R^, and Q b are not simultaneBusfi^vdrfr 

Q b is selected from the group consisting of 

CCNR^NR^R 24 and N(R 26 )C(NR 25 )N(R 23 )(R' 

20 21 

no more than one of R and R is hydroxy at the same tir 



lo; 

\hydrido, 

viso that 



23 24 

further proviso that no more than one of R and R is hydroxy at th& same 



time; 
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20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, alkyl, and hydroxy; 

Q S is\selected from the group consisting of a bond, CH 2 , 



CH 2 CH 2 . 



5. Compound of Claini 4 or a pharmaceutical^ acceptable salt thereof, wherein; 
B is selected from the group consisting of ethyl, 2-propenyl, 

2-propynyl, propyl, isoprcW -CH 2 CH 2 CH 2 -, -CH 2 CH 2 CH 2 CH 2 -, butyl, 

2-butenyl, 3-butenyl, 2-buty^l, sec-butyl, tert-butyl, isobutyl, 
2-methylpropenyl, 2,2,2-trifluof^ethyl, 333-trifluoropropyl, and 
2,2-difluoropropyl, wherein eachWmber of group B is optionally substituted 
at any carbon up to and including 3\atoms from the point of attachment of B to 

\ 32 33 34 

A with one or more of the group consisting of R , R , and R ; 

32 33 34 \ 

R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoXyamino, ethoxyamino, acetamido, 
trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, methylthio, 
ethylthio, isopropylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoromethoxy, 1,1,2,2-tetraftuoroethoxy, fluoro, chloro, 
bromo , amidosulf ony 1 , N-methy lamidosulf ony 1 , \ 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroWthyl, 
2-hydroxyethyl, 2,2,2-trifluoro-l -hydroxy ethyl, methoxycarbonyl, 
ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl,\ 
N,N-dimethylamidocarbonyl, and cyano; ( \ 

A is selected from the group consisting ofV bond^N^i and N(CH3>; 

R 1 and X° are independendy selected from the gnwk) ^ctosisting of 
hydrido, hydroxy, amino, amidino, hydroxy amino, aminmn^yk l^runoethyl, 
methylamino, dimethylamino, cyano, methyl, ethyl, trifluorometifyi>\j 
pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1 -hydroxy ethyl, 
2-hydroxyethyl, methoxy amino, methylthio, ethylthio, trifluoromethox% 
1 , 1 ,2,2-tetrafluoroethoxy , fluoro, chloro, and bromo; \ 

299 \ 



C-3202 



• 



R 2 is Z°-Q; 



ru 



10 



15 



20 



25 



Z° is selected from the group consisting of a bond, O, S, NH, N(CH 3 ), 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is^elected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furVL 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4-pWazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4~pyrimidinyl, 
5-pyrimidinyl, 3-pyndazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a 
carbon adjacent to the\:arbon at the point of attachment of said phenyl or 

heteroaryl ring to Z° is optionally substituted by R^, the other carbon adjacent 

13 

to the carbon at the point of attachment is optionally substituted by R , a 
9 \ 

carbon adjacent to R and two atoms from the carbon at the point of attachment 

is optionally substituted by R*^, a carbon adjacent to R^ and two atoms from 

12 

the carbon at the point of attachment is\optionally substituted by R , and any 
carbon adjacent to both R^ and R 12 is optionally substituted by R* \ with the 

proviso that Q is other than a phenyl when Z \is a bond; 

9 11 13 v 

R , R , and R are independently selected from the group consisting 



enjyl, propyl, isopropyl, 
10, N-methylamino, 
isopropylthio, 



ethoxy, fluoro, 



of hydrido, amidino, guanidino, carboxy, mfe 
methoxy, ethoxy, isopropoxy, propoxy, hy^ 
N,N-dimethylamino, N-ethylamino, methyli 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluo> 
2,23,3,3-pentafluoropropyl, trifluoromethoxy, 1,1 
chloro, bromo, methanesulfonamido, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydrox^methyl, 
1-hydroxyethyl, 2-hydroxy ethyl, 2,2,2-trifluoro-l -hydroxy ethyl\ 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarB^nyl, and 
cyano; 
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and R are independently selected from the group consisting of 

hydrido, ahaidino, guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyaminov ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
5 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonaiaiao, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1 -hydroxy ethyl, 

2- hydroxy ethyl, 2,2,2-oifluoro- 1 -hydroxy ethyl, methoxycarbonyl, 
ethoxy carbonyl, amidocafoonyl, N-methylamidocarbonyl, 

1 0 N,N-dimethylamidocarbonyl, N-benzylamidocarbonyl, 

N-(2-chlorobenzyl)amidocarbonyl, N-(3-fluorobenzyl)amidocarbonyl, 
N-(2-trifluoromethylbenzyl)amMocarbonyl, N-( l-phenylethyl)amidocarbonyl, 
N-( 1-methyl- l-phenylethyl)amidocarbonyl, N-benzylamidosulfonyl, 
N-(2-chlorobenzyl)amidosulfonyl, Nrethylamidocarbonyl, 

1 5 N-isopropylamidocarbonyl, N-propylamidocarbonyl , 
N-i sobutylamidocarbonyl, N-(2-butyl)afaidocarbonyI , 
N-cyclobutylamidocarbonyl, N-cyclopenwamidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chloro, i>romo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 

2 0 cyclopentoxy, benzyloxy , 4-bromo-3-fluorophenpxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromoWenzylamino, 
Sbromopyrid-2-ylmethylamino, ^butoxyjSI^aiiunV 3-chlorobenzyl, 

4- chlorophenoxy, 4~chloro-3-ethylphenoxy. ^cMbro^-ethylbenzylamino, 

4- chloro-3-ethylphenylamino, 3-cUorobenzwoxy^^h^obenzyloxy, 

2 5 4-chlorobenzylsulfonyl, 4^cUorophenylamino^^chPMtofen^sulfonyl, 

5- chloropyrid-3-yIoxy, 2-cyanopyrid-3-yloxy, 23^diflj&n^n^ 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobeMyli>xy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxVbenzyloxy, 
23-difluorophenoxy, 2,4~difluorophenoxy, 2,5-difluorophenoxy\ 

3 0 3^5-dimethylphenoxy, 3,4~dimethyIphenoxy, 3,4-dimethylbenzylox\, 

3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylbhenoxy, 
4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4~fluorobenzyloxy, \ 
2-fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyIoxy, 4-fluoro-3-trifluoromethylbenzyloxV, 
35 2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, \ 
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2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
4-isoproWlbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyK3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 

5 l-phenylethoxy\2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 

phenylsulfonyl, 3Nrifluoromethoxybenzyloxy, 4^trifluoromethoxybenzyloxy, 

3- trifluoromethoxyphenoxy , 4-trifluoromethoxy phenoxy , 
3-trifluoromethylbenzjdoxy, 4-trifluoromethylbenzyloxy, 
2,4-bis-trifluoromethylbemzyloxy, 3-trifIuoromethylbenzyl, 

1 0 3,5-bis-trifluoromethylberizyloxy , 4-trifluoromethylphenoxy , 

3- trifluoromethylphenoxy, 3\trifluoromethylthiobenzyloxy, 

4- trifluoromethylthiobenzy loxy, 23 ,4-trifluorophenoxy , 
23 ,5-trifluorophenoxy , 3-pentafliioroethylphenoxy , 
3-(l,l,2,2-tetrafluoroethoxy)phenOxy, and 3-trifluoromethylthiophenoxy; 

15 Y° is selected from the grou^» consisting of: 

l_Q b .4.Q S .2-R 16 -3-R 17 -5-R 18 -6-RYbenzene, 

2- Q b -5.Q S -6-R 17 -4-R 18 -3-R 19 pyridine\ 

3- Q b -6-Q^2-R 16 -5-R 18 -4-R 19 pyri^^^ 
3-Q b -6-Q S -2-R 18 -5-R 18 -4-R 19 pyridazine, \ 

20 2-Q b -5-Q S -4-R 1? -6-R 18 pyn^ 

b s 16 19 Vtk P6 17 

3-Q -5-Q -4-R -2-R thiophene, 2-QY^^-R V4-R thiophene, 

3-Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5-Q^V^^^uran, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q^3^?^^ 

4- Q b -2-Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R 1 imidazole, 

25 3-Q b -5-Q S -4-R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, \ 

2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and \ 

b s 1 7 \ 
2-Q -5-Q S -4-R thiazole; \ 
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10 



15 



20 



16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting, of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, ntethoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl,\raminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, m^hylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, eth^ulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2^rifluoroethyI, 2,2333-pentafluoropropyl, 
trifluoromethoxy, l,l,2^fcetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxymethyl, 1-hydroxyeU^yl, 2-hydroxy ethyl, and cyano; 

R^ or R^ is optionalf^selected from the group consisting of 

0(\ 0 1 Of\ ? S ^ 24 25 23 24 

NR V ,N(R )C(NR )N(Rl(R ),andC(NR )NR R .with the 

proviso that R 1 ^, R 1 ^, and Q b are not simultaneously hydrido; 

b \ 20 21 . 

Q is selected from the group consisting of NR R , hydndo, 

04 26 25 \23 24 

C(NR )NR R , and N(R )C(NR )N(R\ )(R ), with the proviso that 

20 21 23 24 
no more than one of R , R , R , and R can Ute hydroxy, when any two 



20 21 2S\ 24 
of the group consisting of R , R , R \, and R 



bonded to the same 
led directly to a 



atom and with the further proviso that said < 
carbon atom; 

01 OA i& \ \ x 

from the 

group consisting of hydrido, methyl, ethyl, propyl, butyl, i^opfbpyl>^fta^droxy; 
Q s is selected from the group consisting of a bond, CH 2 , and 1 



25 
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Compound of Claim 4 of the Formula: 



□ 
M 

m 
& 
m 
ru 

s 

M 8 
M 

ru 

£3 
C3 

a 




H 



or a pharmaceutically acceptable salt thereof, wherein; 

A is selected from tfie group consisting of CH 2 N(CH3), 

5 CH 2 N(CH 2 CH 3 ), CH2CH2NCCH3), and CH 2 CH 2 N(CH 2 CH 3 ); 

and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, 
methylamino, dimethylamino, cyano, methyl, ethyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, metfioxy, hydroxymethyl, 1-hydroxyethyl, 
1 0 2-hydroxyethyl, methoxyamino, methylthiC^, ethylthio, trifluoromethoxy , 
1,1^,2-tetrafluoroethoxy, fluoro, chloro, and\>romo; 

R 2 is Z°-Q; 

Z° is selected from the group consisting hi a bond, O, S, NH, N(CH3), 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH^>CI 

15 Q is selected from the group consisting "bt^^vl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-inMbMolyH^^H^zolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazoiyi^i^xs^ 
3-pyridyl, 4~pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4~pyr 
5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13r5-triazin^2-yl, Wfcferein a 

2 0 carbon adjacent to the carbon at the point of attachment of said phenyl or 

0 9 
heteroaryl ring to Z is optionally substituted by R , the other carbon adjacent 

to the carbon at the point of attachment is optionally substituted by\R , a 



carbon adjacent to R and two atoms from the carbon at the point of attachment 
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is optioi^ly substituted by R^, a carbon adjacent to and two atoms from 

12 

the carbon atsthe point of attachment is optionally substituted by R , and any 
carbon adjacent 



both R^ and R^ is optionally substituted by R* \ with the 



proviso that Q is otfrer than a phenyl when Z° is a bond; 
9 1 1 \JL3 

R , R , and R\ are independently selected from the group consisting 

of hydrido, amidino, guanMino, carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxY propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylandno, methylthio, ethylthio, isopropylthio, 
trifluoromethyl , pentafluoroethyl\2,2,2-trifluoroethyl , 

2,2333-pentafluoropropyl, trifluotomethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido^midosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro-l -hydroxy ethyl, amidocarfe^pnyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R^ and R^ are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxynifethyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy,>hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroaoetamido, aminomethyl, 

1- aminoethyl, 2-aminoethyl, N-methylamino, dimethyWnino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosuVonyl, 
NJ^-dimethylamidosulfonyl, hydroxy methyl, l-ny^rofcy^yl, 

2- hydroxyethyl, 2,2,2-trifluoro- 1-hydroxyeth} 
ethoxycarbonyl, amidocarbonyl, N-methylamic 
N,N-dimethylamidocarbonyl, N-benzylamidocarb 
N-(2-chlorobenzyl)amidocarbonyl, N-(3-fluorober 

N-(2-trifluoromethylbenzyl)amidocarbonyl, N-( l-pheiiyl£tfM)amic^a^ 
N-( 1 -methyl- l-phenylethyl)amidocarbonyl, N-benzylamidosut 
N-(2-chlorobenzyl)amidosulfonyl, N-ethylamidocarbonyl, 
N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocaxbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
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N-cycl^exylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohexoky, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy\benzyl, benzyloxy, 4-bromo-3-fiuorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 

5 5-bromopyrid-2-yhnethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-^hloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino, 
4-cWoro-3-ethylphlhyVnino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- cbJorobenzylsulfonyl,\chlorophenylamino,4-chlorophenylsulfonyl, 

5- chloropyrid-3-yloxy, 2-cWopyrid-3-yloxy, 2,3-difluorobenzyloxy, 
1 0 2,4-difluorobenzyloxy, 3,4-d^uorobenzyloxy, 2,5-difluorobenzyloxy, 

3,5-difluorophenoxy, 3,5-difluoYobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluor^henoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethyl^henoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxypheribxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
15 4-ethylaminophenoxy, 3-ethyl-5-methyIphenoxy, 4-fluorobenzyloxy, 

2-fluoro-3-trifluoromethylbenzyloxy, 3-fTtoro-5-trifluorornethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy,4-flu^o-3-trifluoromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-^-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluWo^-trifluoromethylphenoxy, 
2 0 4-isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy , 

4-isopropyl-3-methylphenoxy,4-isopropylbenzyloW,3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy,\phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-pheftvlethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluor6methoxybenzyloxy, 
2 5 3-trifluoromethoxyphenoxy, 4-trifluoromeffhoxypb^oxy , \ 

3- trifluoromethylbenzyloxy, 4-trifluoromethylbe^zyre^v \ 

2.4- bis-trifluoromethylbeazyloxy, 3-trifluor<Wethyrbenz>k\\ 

3 .5- bis-trifluoromethylbeazyloxy, 4-trifluoron^ylp^oXy^^. 
3-trifluoromethylphenoxy, 3-trifluoromethyltWo^nzylo\y, V\ 

30 4-trifluoromethylthiobenzyloxy,23,4-trifluorophen^sxy, \ J >/V 
23,5-trifluorophenoxy, 3-pentafluoroethylphenoxy, 3< 
3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 3-trifluoromethylthiopheno*v; 

Y° is selected from the group consisting of: \ 
l_Q b .4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R l9 benzene, \ 
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10 



15 



20 



~ ~t> AvS ^ „17 . „18 „ „19 ... 

2- Q -5-(^-6-R -4-R -3-R pyndine, 

3- Q b -6-Q S \R 16 -5-R 18 -4-R 19 pyridine, 2-Q b -5-Q S -3-R 16 -6-R 18 pyrazine, 
3-Q b -6-Q S -2-RH 8 -5-R 18 -4-R 19 pyridazine, 

2- Q b -5-Q S -4-R 17 -©rR 1 8 pyrimidine, 5-Q b -2-Q S -4-R 16 -6-R 19 pyrimidine, 

3- Q b -5-Q S -4-R 16 -2-R^?thiophene,2-Q -Sxf-3-R 1 -4-R thiophene, 

3-Q b -5-Q S -4-R 16 -2-R 19 fi^aii,2-Q b -5-Q S -3-R 16 -4-R 17 furan, 

b s 16 19 \ b s 16 17 

3- Q -5-Q -4-R -2-R pyrro\e, 2-Q -5-Q -3-R -4-R pyrrole, 

b s 19 b s 17 

4- Q -2-Q -5-R imidazole, 2-Q \4-Q -5-R imidazole, 

„ b , s , „16. , _b ^Vs . „16. 

3-Q -5-Q -4-R isoxazole, 5-Q -3-Q -4-R isoxazole, 



2-Q b -5-Q S -4-R 16 pyrazole, 4-Q b ~2-Q S -5^R 19 thiazole, and 

~ ^b _ _s , ^ 17 , . 
2-Q -5-Q -4-R thiazole; 

16 17 18 19 . J 

R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, amidino, guanidino, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methylthio, ethylthio, isopropylthio, trifluoromethylthio^m^ 
ethylsulflnyl, methylsulfonyl, ethylsulfonyl, trifluosomethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, 2,23 3 3-pentafluoropropyl^ 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
1 -hydroxy ethyl, 2-hydroxy ethyl, and cyano; 

Q b is selected from the group consisting of 

CCNR^NR^R 24 , and NCR^CCNR^NCR 23 )^ 24 ), wll 

20 21 23 24 
no more than one of R , R , R , and R can be hydroxy, when any two 



20 21 23 24 
of the group consisting of R , R , R , and R are bonded to the 
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atom and with the further proviso that said Q group is bonded directly to a 



„20\ 21 J22> 24 25 26 . J j , 

R , R , R , R , R , and R are independently selected from the 

group consisting\f hydrido, methyl, ethyl, propyl, butyl, isopropyl, and 
hydroxy; 

s \ 

Q is selected irom the group consisting of a bond, CH 2 , and CH 2 CH 2 . 



7. Compound of Claim 6 oka pharmaceutical^ acceptable salt thereof, wherein; 
A is selected from theSgroup consisting of CH2N(CH3), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(OH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ); 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hyoroxyainino, aminomethyl, methylamino, 
cyano, methyl, trifluoromethyl, methoxy)vhydroxy methyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and c^loro; 

R 2 is Z°-Q; 

Z° is selected from the group consistm^of a bond, O, S, NH, and 



N(CH 3 ); 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 
3-amino-S(N-benzylamidocarbonyl)phenyti 
3-amino-5-benzy Iphenyl , 3 -amino-5-(2-phen; 
3-amino-5-benzylaminophenyl , 3-amino-5-(2- 
3-amino-S-benzyloxyphenyl, 3-amino-5-(2-phen^4ethox; 
3 - ami no-5-( N-(2-chlorobenzy I )ami docarbony 1 )phen; 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-S(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
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3-amino-5-(N^opropy lamidocarbonyl)phenyl , 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isooUtylamidocarbonyl)phenyI, 
3-amino-5-(N-(2-buQd)amidocarbonyl)phenyl, 
5 3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentwamidocarbonyl)phenyl, 

3-amino-5-(N-cyclftfcexyl^nidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3~amrino-5-hydroxymethylplifenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
10 -aminophenyl, 3-amino-5-(4^tri™oromethylbenzylamino)phenyl, 
3-amino-5-(4-trifluoromethylben^loxy)phenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-dWrinophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydrbxy phenyl, 3-hydroxyphenyl, 
1 5 3-methanesulfonylaminophenyl, 2-methofcyphenyl, 3 -methoxy phenyl, 

3- methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-metfiylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 
2-trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

2 0 3-bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl,Vand 3-thienyl, with the 

proviso that Q is other than a phenyl or a substituted^phenyi when Z° is a bond; 
Y° is selected from the group consisting of: 

l.Q b .4_Q S .2-R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

^ b _ 17 A 18 ^ 19 

2- Q -5-Q -6-R -4-R -3-R pyridine, 

^ ^b ^ 16 18 19 tJ . 

25 3-Q -6-Q -2-R -5-R -4-R pyridine, 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5- 

R^ and R* 9 are independently selected fro 

hydrido, amidino, amino, aminomethyl, methoxy, methylamlno? 
hydroxy methyl, fluoro, chloro, and cyano; 
17 18 

30 R and R are independently selected from the group consisting 

hydrido, fluoro, chloro, hydroxy, hydroxy methyl, amino, carboxy, and cyano\ 
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' isC(NR )NR R ; 

23\ 24 25 
R ,Hl , and R are independently hydrido or methyl; 



Q S is CI 



8. A compound as ^sated in Claim 7 or a pharmaceutical^ acceptable salt 
thereof where said compound is selected from the group consisting of: 



N-[[4^aminoimino^ethylphenyl]methyl]-2-[l-[6-[3-aminophenoxy]-4- 
cUoro-3-[N,N-dimethylhydi^ino]-2-oxo-l(2H)-pyridinyl]]acetamide; 
1 0 N- [[4-aminoiminometnVlphenyl]methyl]-2- [ 1 -[6- [3-aminophenoxy] -3 - 

|N-ethyl-N-methylhydrazino]-4-mioro- 2-oxo- 1 (4H)-pyridinyl]]acetamide; 

N-[[4-aminoiminomethylpTOnyl]methyl]-2-[l-[6-[3-aminophenoxy]-3- 
[N,N-diethylhydrazino]-2-oxcKl(4H)VyridinyI]]acetamide; 

N- [ [4-aminoimi nomethy IphenyM methy l]-4-chloro-2- [ 1 - [6- [3 ,5- 
1 5 diaminophenoxy]-3-[N,N-dimethylhydra^ino]-2-oxo- 1(2H)- 
pyridinyl]]acetamide ; 

N- [ [4-aminoiminome thy Ipheny l]metHyl] -2- [ 1 - [6- [3-aminopheny lthio]- 
3-[N,N-dimethylhydrazino]-2-oxo-l(2H)-pyriamyl]]acetamide; 

N-[[4-andnoiminomethylphenyl]methyl]^-[l-[6-[3-aminophenylthio]- 
2 0 3-[N,N-dimethylhydrazino]-4^fluoro- 2-oxo- l(2H)\pyridinyl]]acetamide; 

N-[[4-aminoiminomethylphenyl]methyl]-2-[lsr[6-[3-amino-5- 
carboxyphenoxy]-4-chloro-3-[N,N-dime^iY^iydi^ino3 : -2-oxo- 1 (2H)- 
pyridinyl]]acetamide; 

N-[[4~aminoiminomethylphenyl]r 
2 5 diaminophenoxy]-3-[N-ethyl-N-methylhydra^o]-^^ 1(4H)- 
pyridinyl]]acetamide; 

N-[[4-aminoiminomethylphenyl]methyl]-2- 
diaminophenoxy]-3-[N,N-diethylhydrazino]-2-oxo-l(4H)- 
pyridinyl]]acetamide; 
30 N-[[4-aminoiminomethylphenyI]methyl]-4-chloro-2-[l-[6-[3,^ 
diaminophenylthio]-3-[N,N-dimethylhydrazino]-2-oxo-l(2H)- 
pyridinyl]]acetamide; 
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N-[[4-aminoiminomethylphenyl]methyl]-2-[l-[6-[3-amino-5 
carbo^phenylthio]-3-[N,N-dimethylhydrazino]-2-oxo-l(2H)- 
pyridinyl^lacetanude; 

N-(^aminoiminomethylphenyl]methyl]-2-[l-[6-[3-amino-5- 
carboxyphenjdthio]- 3-[NJM-dimethylhydrazino]-4-fluoro- 2-oxo-l(2H)- 
pyridinyl]]aceta^iide. 

9. Compound of Claim 2 of the Formula: 





10 or a pharmaceutically acceptable salt thereof, wherein; 

B is phenyl or a heteroaryl of 5 \>r 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 , 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

1 5 adjacent to R and two atoms from the carbon at\he point of attachment is 



20 



33 

optionally substituted by R , a carbon adjiacenl 

carbon at the point of attachment is optionally^substit 

33 35 

carbon adjacent to both R and R is optionally^ubstft 



and two atoms from the 

35 J 
v R , and any 

.34 



r>32 33 34 35 , 36 . J J , , „ J r 
R , R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino,\guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amiqosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxy haloalkyl, oarboalkoxy, 



carboxy, carboxamido, cyano, and Q ; 
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10 



15 



v 15 7 

A\s a bond or (CH(R )) pa -( W ^ wherein rr is 0 or 1 , pa is an 

7 7 7 
integer selected from 0 through 3, and W is (R )NC(0) or N(R ); 

7 x 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylamino, aminoalky^ aikylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 is Z°-Q; 

Z° is a bond or W°-(CH(R^))p wherein p is 0 or 1 and W° is selected 

. 41 

from the group consisting of O, S, andyN(R ); 
41 42 

R and R are independendy Hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 or o\ring members, wherein a carbon 

adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

o 9 
ring to Z is optionally substituted by R , the ot^er carbon adjacent to the 

. 13 

carbon at the point of attachment is optionally substituted by R , a carbon 



25 



adjacent to R and two atoms from the carbon at the point of attachment is 



optionaUy substituted by R^ca^nad 

2 0 carbon at the point of attachment is optional! 

carbon adjacent to both R and R is optional! 

,0 . 



id two atoms from the 

12 J 
R , and any 



11 



.sue 



, with the 



proviso that Q is other than a phenyl when Z is a bon 
9 11 13 

R , R , and R are independently selected from the groiip consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthiV 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
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halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxarhjdo, and cyano; 

12 

R ^ond R are independently selected from the group consisting of 

hydrido, acetaniido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
5 cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, alkoxy, aiyloxy, heteroaryloxy, heteroaralkoxy, 
heterocyclyloxy, hetemcyclylalkoxy, hydroxy, amino, alkoxyamino, alkylamino, 
arylamino, aralkylaminoiheteroarylamino, heteroaralkylamino, 
heterocyclylamino, heterofcyclylalkylamino, alkylsulfonamido, amidosulfonyl, 
10 arylsulfinyl, aralkylsulfinylVycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, 
aralkylsulfonyl, cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, 
hydroxyhaloalkyl, aminoalkyl Aarboalkoxy, carboxy, carboxyalkyl, 
carboxamido, halo, haloalkyl, anovcyano; 

is phenyl or a heteroaryl\pf 5 or 6 ring members, wherein one carbon 

\ s 

15 of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 

contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring is substituted by Q*\ a carbon adjacent to the point of 

s V.17 
attachment of Q is optionally substituted by ^ , another carbon adjacent to 

s \ 18 

the point of attachment of Q is optionally substituted by R , a carbon 



20 



25 



b 16 „ 

adjacent to Q is optionally substituted by R , andanother carbon adjacent to 



b 19 
Q is optionally substituted by R ; 

16 17 18 19 . J . . v 

R ,R ,R ,andR are lndependef 

consisting of hydrido, amidino, guanidino, cai^boxy^ha 
hydroxy, amino, alkylamino, alkylthio, alkyls 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, \ 
cyano; 

R 16 or R 19 is optionally NR 2 °R 21 or C(NR 25 )NR~R~\ with the 
proviso that R^, R* 9 , and Q b are not simultaneously hydrido; 



i from the group 

io, alkoxy, 
^ alkanoyl, 
kyl, and 
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20 21 

Q \s selected from the group consisting of NR R , hydrido, and 

25 53 24 20 21 

C(NR )NR \R , with the proviso that no more than one of R andR is 

hydroxy at the safl^e time and with the further proviso that no more than one of R 
.24 



23 



and R is hydrox^k the same time; 



20 21 23Y24 25 
R , R , R , ^ , and R are independently selected from the group 

consisting of hydrido, alky\ and hydroxy; 

s \ 

Q is selected from the group consisting of a bond, CH2, and 



10 



15 



20 



25 



10. Compound of Claim 9 or a pharnjiaceutically acceptable salt thereof, 
wherein; 

B is selected from the group coasting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-raiidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoAazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidiW, 4~pyrimidinyl, 
5-pyrimidinyl, 3-pyridazinyI, 4-pyridazinyl, arid 13,5-triazin-2-yl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

\32 

heteroaryl ring to A is optionally substituted by R\ , the other carbon adjacent 

x 36 
to the carbon at the point of attachment is optionally\substituted by R , a 

32 

carbon adjacent to R and two atom^h^m the^rbqri\at the point of 
attachment is optionally substituted by R^Wcarbotf 



36 

t to R and two 



atoms from the carbon at the point of attachmentis option^ 



jstituted by 



35 33 - ^ 

R , and any carbon adjacent to both R and R \ is optionally substituted by 



R 



34 



32 33 34 35 36 
R , R , R , R , and R are independently selected ftom the 



group consisting of hydrido, amidino, guanidino, carboxy, methoxy, Wioxy , 
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13 
M 

m 
sa 
m 
ru 

a? 

ru 

C3 
C3 
O 



isoprojWy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamidc^trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 
methyl thio, ethyl thio, isopropylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroefchyl, 2,2333-pentafluoropropyl, trifluoromethoxy, 
5 1,1 ,2,2-tetrafluoroethoxy , fluoro, chloro, bromo, amidosulfonyl, 

N-methylamidosulronyl, N,N-dimethylamidosulfonyl, hydroxy methyl, 

1- hydroxyethyl, 2-liyxiroxy ethyl, 2,2,2-trifluoro-l-hydroxyethyl, 
methoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N-methylamidocarbonyl, 

N,N-dimethylamidocarbonyI, cyano, and Q* 5 ; 
10 A is selected from the\group consisting of a bond, NH, N(CH 3 ), 

N(OH), CH 2 , CH 3 CH, CF 3 ChViHC(0), N(CH 3 )C(0), C(0)NH, 
C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH2^H 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 

R 1 and X° are independently\elected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, 
1 5 methylamino, dimethylamino, cyano, methjd, ethyl, trifluoromethyl, 

pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1-hydroxyethyl, 

2- hydroxy ethyl, methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; 

R 2 isZ°-Q; \ 
20 Z° is selected from the group consisting of sNbond, O, S, NH, N(CH 3 ), 

OCH 2 , SCH 2 , N(H)CH 2 , and N(CH^bS^\ \ 

Q is selected from the group consisting ^pn^vl\2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-in^a^yIWHW^azolyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxaz^yl\Sis6^^oWl, 2-pyridyl, 
2 5 3-pyridyl, 4~pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4^^riimdkw^\ 

5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 1 3, S-^^in-z^tf, wherein a 
carbon adjacent to the carbon at the point of attachment of* said plaenyl or 

o 9 \ 

heteroaryl ring to Z is optionally substituted by R , the other carbon adjacent 

\l3 

to the carbon at the point of attachment is optionally substituted by R\ , a 
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• 



carbon aqj^cent to R and two atoms from the carbon at the point of attachment 

10 13 
is optionally substituted by R , a carbon adjacent to R and two atoms from 

12 

the carbon at the point of attachment is optionally substituted by R , and any 
carbon adjacent to 



h R^ and R^ is optionally substituted by R* \ with the 



proviso that Q is other than a phenyl when Z° is a bond; 

9 11 13\ 
R , R , and R ate independently selected from the group consisting 

of hydrido, amidino, guanidinV carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, ptopoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylarnino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 22^-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, anudosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, hydroxymelhyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, amidocarbo^yl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R 1 ^ and R 12 are independently selected from the group consisting of 

hydrido, amidino, guanidino, carboxy, carboxymefchyl, methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy, iWdroxy, amino, 
methoxyamino, ethoxyamino, acetarnido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosufifonyl, 
N,N-dimethylamidosulfonyl, hydroxymethyL I^iydSXy^uiyl, 2-hydroxyethyI, 
2,2,2-trifluoro-l-hydroxyethyl, methoxy carbonyl, ^S^Qarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dmietnyla^d^aK^onyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidoc^roon) 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethytqe^yl)^i(tefearbonyl, 
N-( l-phenylethyl)amidocarbonyl, N-( 1 -methyl- l-phenyletfwl)ami^eearbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl,\ 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylannridoczkrbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cycIobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
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N-cyctohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, 
cyclohe^pxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopent^xy, benzyl, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromoben^yloxy, 4~bromobenzyloxy, 4-bromobenzylamino, 

5 5-bromopyrid^2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4~cMorophenox\4-chloro-3-ethylphenoxy, 4~cMoro-3-ethylbenzylamino, 
4^chloro-3-ethylpWhlylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfoWl, 4-chlorophenylamino, 4-chlorophenylsulfonyl, 

5- cMoropyrid-3-yloxn2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 
1 0 2,4-difluorobenzyloxy , 3.4-difluorobenzyloxy , 2,5-difluorobenzyloxy, 

3,5-difluorophenoxy, 3,5-&ifluorobenzyloxy, 4^difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4^d£fluorophenoxy, 2 r 5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethokyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
1 5 4-ethyIaminophenoxy , 3-ethyl-^methylphenoxy , 4~fluorobenzyIoxy, 

2-fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxV, 4-fluoro-3-trifiuoromethylbenzyloxy, 
2-fluorophenoxy, 4~fluorophenoxy, 2rfluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
2 0 4-isopropylbenzyloxy , 3-isopropylphenWy , 4-isopropylphenoxy, 

4-isopropyl-3-methylphenoxy, 4~isoprop$lbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylf?henoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenyletW, 2-phenylethylamino, 
phenylsulf onyl, 3 -trifluoromethoxybenzy loxy >4-trifluoromethoxybenzyloxy , 

2 5 3-trifluoromethoxyphenoxy , 4-trifl^romethoxyphenoxy , 

3- trifluoromethylbenzyloxy, 4-trifliWc^B^4beazyloxy, 

2.4- bis-trifluoromethylbenzyloxy, 3-tiM^roii^m5^benzyl, 

3.5- bis-trifluoromethylbenzyloxy, 4^trifUi^met^^enoxy, 
3-trifluoromethylphenoxy, 3-trifluorometh^hiobenfew^v, 

3 0 4-trifl uorome thy lthiobenzy loxy , 23,^trifluord^ieiU2)xy \\V 

23,5-trifluorophenoxy, 3-pentafluoroethylphengxy, \ 
3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 3-trifluoromethVlthiophenoxy; 

Y° is selected from the group consisting of: \ 
l-Q b -4-Q S -2-R 16 -3-R 1? -5-R 18 -6-R 19 benzene, \ 
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10 



15 



20 



v b s ^. 17 A n lS ^ 19 . JB 
-5-Q -6-R -4-R -3-R pyndme, 

3-Q% : Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 2-Q b -5-Q S -3-R 16 -6-R 18 pyrazine, 

b \s 18 18 19 
3-Q -6-Q\-2-R -5-R -4-R pyridazine, 

2- Q b -5-Q S -4^R 17 -6-R 18 pyrimidine, 5-Q b -2-Q S -4-R 16 -6-R 19 pyrimidine, 

3- Q b -5-Q S -4-R\-2-R 19 thiophene, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3-Q b -5-Q^4-R 16 -V 19 ^^ 

3- Q b -5-Q S -4-R 16 -2-R\ 9 pyrroIe, 2-Q b -5-Q S -3-R 16 -4-R 17 pyrrole, 

b s 19 \ b s 17 

4- Q -2-Q -5-R imidazole, 2-Q -4-Q -5-R imidazole, 

b s 16 V b s 16 

3-Q -5-Q -4-R isoxazole, 5-Q -3-Q -4-R isoxazole, 



b s 16 
2-Q -5-Q -4-R pyrazole, 

b s 17 
2-Q -5-Q -4-R thiazole; 



v s 19 
4-Q\-2-Q -5-R thiazole, and 



16 17 18 J 19 . ^ J , 
R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isoprbpyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N^nethylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropyltlno, trifluoromethylthio, 
methylsulfinyl, ethylsulflnyl, methylsulfonyl, ethyl sulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2 r ^3^genKrfluoropropyl, 
trifluoromethoxy, l,l,2,2-tetrafluoroethoxy^u%^^ bromo, 
hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxyeu*yi,^@^Qya{io; 



R 16 or R 19 is optionally C(NR 25 )NR" 
19 b 

R , and Q are not simultaneously hydrido; 



proviso that R 



16 



b 25 23 24 

Q isC(NR )NR R or hydrido, with the proviso \Jiat no more than 

23 24 

one of R and R is hydroxy at the same time; 
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TR , R , and R are independently selected from the group consisting of 
hydrido, nwthyl, ethyl, and hydroxy; 

Q S is selected from the group consisting of a bond, CH 2 and CH 2 CH 2 . 

11. Compound of Oaim 10 or a pharmaceutical^ acceptable salt thereof, 
wherein; *\ 

B is selected from the group consisting of 2-aminophenyl, 
3-aminophenyl, 3-amidmophenyl, 4-amidinophenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxypheiWl, 3-chlorophenyl, 4~chlorophenyl, 
3,4-dichlorophenyl, 2-fluorV>henyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3 -hydroxy phenyl, 4-hydroxyWienyl, 3-methoxyaminophenyl, 
3-methoxyphenyl, 4-methoxypfoenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluoromethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
5-chloro-3-trifluoromethyl-2-pyrioyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethyl-2-pyridyl ; \ 

A is selected from the group consisting of CH 2 , CH3CH, CF3CH, 
NHC(O), CH 2 CH 2 , and CH 2 CH 2 CH 2 \ 

R^ and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxy amino, aminomethyl, methylamino, 
cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and chloro\ 

R 2 isZ°-Q; \ 

Z° is selected from the groupSetosistft^^ O, S, NH, N(CH 3 ), 

OCH 2 , and SCH 2 ; \\ 

Q is selected from the group consisting of \\ \\\ 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(i^^enzVla™doWbonyl)phenyl, 
3-amino-5-benzylphenyl, 3-amino-S(2-phenyl«hyt)]m^ 
3-amino-5-benzylaminophenyl,3-amincK5r(2-pnenylethylantino)p^ 
3-amino-5-benzy loxypheny 1 , 3-amino-5-(2-pheny lethoxy )phehy 1 , 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, \ 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, \ 



# 



3-aimncKS(N-(2-trifluorom 

3-annno-5-(N-( l-phenylethyl)amidocarbonyl)phenyl , 

3-anuno-S( W 1-methyl- 1 -phe^ 

3-amino-5-(N-oenzylamidosulfonyl)phenyl, 

3-amino-5-(N-(2Achlorobenzyl)amidosuIfonyl)phenyl, 

3-amino-5-(N-ethj^amidocarbonyl)phenyl, 

3-amino-5-(N-iso|ropylamidocarbonyI)phenyl, 

3-amino-5-(N-propylateddocarbonyl)phenyl, 

3-amino-5-(N-isobutylaWdocarbonyl)phenyl, 

3-amino-5-(N-(2-butyl)anudocarbonyl)phenyl, 

3-amino-5-(N-cyclobutyIanudocarbonyl)phenyl, 

3-amino-S(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamiaiocarbonyl)phenyl, 5~amino-2-fluorophenyl, 
3-amino-Shydroxymethylphenw,5-amino-3-methoxycarbonyl^ 
3-amidinophenyI, 3-amino-2-metfWlphenyI, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-amincK5-(4-triflu\)romethylbenzylamino)phenyl, 
3-amincK5-(4-trifluoromethylbenzyloxy)phenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-amincnS-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-dianunophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxVphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxyphenyl, 3 -methoxy phenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylmienyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyI, 4-methyIphenyl, 
phenyl, 3-trifluoroacetamidophenyl,\ptatf^^ 
2-trifluoromethylphenyl, 5-amino-2-t^enp^^^o-3-thienyl, 



3-bromo-2-thienyl, 3-pyridyl, 4-pyridyl/! 
proviso that Q is other than a phenyl or subS 

Y° is selected from the group consisting < 

, b , s ^ 16 „ 17 ^ 18 ^ 19 L 

1- Q -4-Q -2-R -3-R -5-R -6-R benzene, 

2- Q b -5-Q S -6-R 17 -^R 18 -3-R 19 pyridine, 

„ ^ ^ 16 ^ 18 _19 

3- Q -6-Q -2-R -5-R -4-R pyndine, 



J-thienyl, with the 
swhen Z° is a bond; 



16 



19 



16 



3-Q -5-Q -4-R -2-R thiophene, and 2-Q -5-Q -3-R -4-R\ thiophene; 
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15 



R 1 ^ and R 1 ^ are independently selected from the group consisting of 

hydriab, amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, 

hydroxy methyl, fluoro, chloro, and cyano; 

k 19 25 23 24 16 

R \orR is optionally C(NR )NR R with the proviso that R , 

19 b 

R , and Q ai^ppt simultaneously hydrido; 
17 \18 

R and RS. are independently selected from the group consisting of 

hydrido, fluoro, chlorb, hydroxy, hydroxy methyl, amino, carboxy, and cyano; 

b 25\ 23 24 

Q is C(NR )HR R or hydrido; 

23 24 2t 
R , R , and R " ^re independently hydrido or methyl; 




12. Compound of Claim 9 of the Formula 



or a pharmaceutical^ acceptable salt thereof ^h^reir 

B is phenyl or a heteroaryl of 5 or 6\^g s n^eiHbers, wherein a carbon 
adjacent to the carbon at the point of attachme^ol^^^enyl or heteroaryl 



ring to A is optionally substituted by R , the other carl 
carbon at the point of attachment is optionally substituted by 



carbon 



20 



adjacent to R and two atoms from the carbon at thejpoint of attachment is 



33 36 \ 

optionally substituted by R , a carbon adjacent to R and two atoms from the 
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35 

carbo\at the point of attachment is optionally substituted by R , and any 

33 35 34 
carbon adjacent to both R and R is optionally substituted by R ; 

^32\ 33 34 35 J 36 . J ^ t 
R , R , R , R , and R are independently selected from the 

group consisting^" hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy,%inino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyi^haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, 

carboxamido, cyano, ari^ Q b ; 

15 7 

A is a bond or (CH(R ))p a ~(W ) rr wherein rr is 0 or 1, pa is an 

7 7 

integer selected from 0 through 3, and W is N(R ); 

7 A 
10 R is hydrido or alkyl; \ 

R^ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R^ and X° are independently sefected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
1 5 alkyl, alkylamino, aminoalkyl, alkylthio, alko^amino, haloalkyl, haloalkoxy, 
and halo; 

R 2 isZ°-Q; 

Z° is a bond or W°-(CH2)p wherei1n N p is 0 or 1 and W° is selected 

from the group consisting of O, S, and NC 
20 Q is phenyl or a heteroaryl of 5 or\6 i^g s H^n^rs, wherein a carbon 

adjacent to the carbon at the point of attachnjentx^f <^^i phenyl or heteroaryl 

ring to Z° is optionally substituted by R^, the dthe^aH^^y^ent to the 
carbon at the point of attachment is optionally substi 



9 

adjacent to R and two atoms from the carbon at the 

25 optionally substituted by R^, a carbon adjacent to R~~ and two attyns from the 

12 

carbon at the point of attachment is optionally substituted by R , anc^any 
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carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 \ with the 

provW) that Q is other than a phenyl when Z° is a bond; 
.9 11 13 
,K , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
5 alkylsulfinyl, tasulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, caYboxy, carboxamido, and cyano; 
10 12 

and R \ are independently selected from the group consisting of 
hydrido, acetamido, haWcetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, hydroxy, aVno, alkylamino, alkylsulfonamido, amidosulfonyl, 
10 hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 
of said phenyl or said heteroaryl instituted by Q S , a carbon two or three 
contiguous atoms from the point of attachment of Q S to the phenyl or 
i 5 heteroaryl ring is substituted by Q b , a ca\bon adjacent to the point of 

attachment of Q S is optionally substituted b\ R 1? , another carbon adjacent to 
the point of attachment of Q S is optionally substituted by R 18 , a carbon 
adjacent to Q b is optionally substituted by R 16 , and another carbon adjacent to 



20 



25 



^b . . in 
Q is optionally substituted by R ; 

_ 16 17 18 19 x 

R -R , R , and R are indepene 

consisting of hydrido, amidino, guanidino, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfin 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydro? 
cyano; 

R 16 or R 19 is optionally NR 2 °R 21 or QNR^NR^R^, with the 
proviso that R 16 , R 19 , and Q b are not simultaneously hydrido; 



*ted from the group 

k>, alkoxy, 

^alkanoyl, 
aminolalkyl, and 
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v is selected from the group consisting of NR R , hydrido, and 



25 \ 23 24 
C(NR )NR R ; 



20 51 23 24 25 
R , R \ R , R , and R are independently hydrido or alkyl; 



Q is CH 2 . 



ir=r: 



10 



20 



25 



13. Compound of Claim 1^ or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from theWoup consisting of phenyl, 2-thienyl, 3-thienyl, 
2-furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3-pyrazolyl, 
4-pyrazolyl, 2-thiazolyl, 3-isoxazcrtyl, and 5-isoxazolyl, wherein a carbon 
adjacent to the carbon at the point o( attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by 1^ , the other carbon adjacent to the 

x . 36 

carbon at the point of attachment is optionally substituted by R , a carbon 

32 

adjacent to R and two atoms from the carbon at the point of attachment is 



,33 



36 



1 5 optionally substituted by R , a carbon adjacent to R and two atoms from the 

\ 35 

carbon at the point of attachment is optionally substituted by R , and any 



33 35 . 
carbon adjacent to both R and R is 

32 33 34 35 J 36 
R ,R ,R ,R ,andR are 

group consisting of hydrido, amidino, guanidim 
ethoxy, hydroxy, amino, N-methylamino, dimethy 
methylthio, ethylthio, trifluoromethyl, pentafluoroeth; 
fluoro, chloro, bromo, amidosulfonyl, N-methylamido: 

,b 



jstituted by R ; 



amidocarbonyl, carboxy, cyano, and Q ; 

A is selected from the group consisting of a bond, NH, N(CI^o), CH 2 , 
CH3CH, and CH 2 CH 2 ; 
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lected from the 

methoxy, 
amino, 

thyl, 
droxy methyl. 



C-3202 




10 
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20 



25 



\X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino>aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, chloro, 
and fluoro} 

R 1 is\elected from the group consisting of hydrido, hydroxy, 
hydroxymethyl^amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl^jn^thoxy, methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 is Z^Q^ 

Z° is selected fW>m the group consisting of a bond, O, S, NH, OCH2, 

SCH 2 , and N(H)CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 

2- pyrrolyl, 2-imidazolyl, 2-thxazolyl, 3-isoxazolyl, 2-pyridyl, and 

3- pyridyl, wherein a carbon admcent to the carbon at the point of attachment of 

0 9 
said phenyl or heteroaryl ring to & is optionally substituted by R , the other 



carbon adjacent to the carbon at the^point of attachment is optionally substituted 

atoms from the carbon at the point of 



13 9 
by R , a carbon adjacent to R and 



JO 13 
attachment is optionally substituted by R\ , a carbon adjacent to R and two 

atoms from the carbon at the point of attacWent is optionally substituted by 

12 10 \ 12 

R , and any carbon adjacent to both R amj R is optionally substituted by 

R* \ with the proviso that Q is other than a phenyl when Z° is a bond; 



9 11 13 . J v v ,\ 

R , R , and R are mdepepci^ntly^ 



from the group consisting 
no, N-methylamino, 



of hydrido, methyl, ethyl, methoxy, eth< 

N,N-dimethylamino, methylthio, trifluoromethyl, pe^t^u^gethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, ami 

N-methylamidosulfonyl, N,N-dimethylamidosuIfonyl, hydroxy methyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidoparbonyl, c^rboxy, and cyano; 

R^ and R^ are independently selected from the grd^ip consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
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N-to-fluorobenzyOamidocarbonyl, N-(2-trifluoromethylben2yl)amidocarbonyl, 
N-( l^phenylethyl)amidocarbonyl, N-( 1-methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylaknidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylanmocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, carboxy, 
carboxy methyl, amiV), acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, tnfluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxVamino, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, methanesulfonamido, methoxycarbonyl, fluoro, 
chloro, bromo, and cyano; 

Y° is selected from tnfe group consisting of: 

1- Q b -4-Q S -2-R 16 -3-R 1? -5-R ^-6-R 19 benzene, 

2- Q b -5-Q S -6-R 1? -4-R 18 -3-R 19 pVidine, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 

3 - Q b .6-Q^2-R 16 -5-R 18 -4-R 19 pyn^ne,3-Q b -5-Q S ^ 
3-Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5V-3-R 16 -4-R 17 furan, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-V-3-R 16 -4-R 17 pyirole, 

4- Q b -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q S -4V 17 thiazole; 



16 17 18 t 19 
R ,R ,R ,andR are ^depend 

consisting of hydrido, methyl, ethyl, 
amino, aminomethyl, 1-aminoethyl, 2 
dimethylamino, methylthio, ethylthio, t 
methylsulfonyl, trifluoromethyl, pentafluon 



selected from the group 

.no, methoxy, hydroxy, 
amino, 
lethylsulfinyl, 
thyl, 




trifluoromethoxy, fluoro, chloro, hydroxymethyLcarbox 
Q^sN^VorCCNR^NR^R 24 ; 

20 21 „23 24 25 \ 

R , R , R , R , and R are independently selected from the group 

consisting of hydrido, methyl, and ethyl; 
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\ Q° is CH 2 . 

14. CoWpound of Claim 13 or a pharmaceutical^ acceptable salt thereof, 
wherein\ 

B fs selected from the group consisting of 2-aminophenyl, 
3-aminopheXvl^-amidinophenyl, 4~amidinophenyl, 3-carboxyphenyl, 
3-carboxy-5-nydroxyphenyl, 3-chlorophenyl, 4-chlorophenyI, 
3,4-dichlorophetayl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3-hydroxyphenylY4-hydroxyphenyl, 3-methoxyaminophenyl, 
3-methoxyphenyl, Vmethoxyphenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluoromethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
5-chloro-3-trifluoromkhyl-2-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromethy 1-2-pyndyl ; 

A is selected frorAthe group consisting of CH2 and CH2CH2; 

X° is selected from ©he group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyanoViethyl, trifluoromethyl, hydroxymethyl, and 
fluoro; \ 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethVl, cyano, methyl, trifluoromethyl, and 
fluoro; \ 

R 2 isZ°-Q; \ 

Z° is selected from the group consisting of a bond, O, S, NH, and 

OCH 2 ; \ \^>^V 

Q is selected from the ^uiysconsi^^xrf 
3-amidocaxbonyl-5-aminophenyl/3-amdoc^ 
3-amino-5-(N-benzylamidcw:arbony0pTOnyl^/ 
3-amino-5-(N-(2-chlorobenzyl)amidocaSbMyl)pnenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)pheiwl, 
3-amino-5-(N-(2-trifluoromethylbenzyI)amidocarbonyl)phenyl, 
3-ami no-5-(N-( 1 -pheny lethy l)amidocarbony 1 )phenyl , \ 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, \ 
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3^amino-S(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)phenyl, 

3-ammo-S(N-isopropylamidocarbonyl)phenyl, 

3-amino^5-(N-propylamidocarbonyl)phenyl, 

3-amino-3r(N-isobutylamidocarbonyl)phenyl, 

3-aminc^5-(N-(2-butyI)amidcx:arbonyl)phenyl, 

3-amino-S(NV^Slobutylamidocarbonyl)phenyl, 

3-amino-5-(N-C\yclopentyl£imidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyI)phenyl, 5-amino-2-fluorophenyl, 
3-amino-Shydro^methylphenyI, 5-amino-3-methoxycarbonyl phenyl, 
3-amidinophenyl, 3\anuno-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-ca*boxyphenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 
3-carboxymethyl~5-hydte>xyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyI, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophetnyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanefeulfonylaminophenyl, 2-methoxy phenyl, 
3-methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methyfaminophenyl, 2-methylphenyl, 3-methylphenyl, 
4~methylphenyl, phenyl, 3-trifluok>acetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, S-amino-i-thienyl, 5-amino-3-thienyl, 

3 - bromo-2- thi eny 1 , 3-pyridyl, 4~pyrictyl, 2-thienyl, and 3-thienyl, with the 

proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 
Y° is selected from tfife^gfoim consisting of: 

1- Q b -4_Q^2-R I6 -3-R 17 -5-R^^ 

^ 17 ^ 18 19\ \ V^X 

2- Q -5-Q -6-R -4-R -3-R ^n^e,\V,\ 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 1 %yridihA Jv\\ 



3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-( 



-3-R -4-R thiophene; 



R^ and R^ are independently selected froria the group consisting of 

hydrido, amidino, amino, aminomethyl, methoxy, methyjamino, hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano; 
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17 18 

R and R are independently selected from the group consisting of 

hydrido)fluoro, chloro, hydroxy, hydroxy methyl, amino, carboxy, and cyano; 

^tk ^. TT -25_ T 23 24 
Q 1^ C(NR )NR R 

23 ^24 25 
R , R \ , and R are independently hydrido or methyl; 

Q s is ch 2 : 



15. Compound of Clairt^ 14 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from \he group consisting of 3-aminophenyl, 
1 0 3-amidinophenyl, 4-amidinof)henyl, 3-chlorophenyl, 4-chlorophenyl, 

3,4-dichlorophenyl, 2-fluoropHenyl, 4-methylphenyl, phenyl, 2-imidazoyl, 
3-pyridyl, 4-pyridyl, and 3-tri£luoromethyl-2-pyridyl; 

A is selected from the group consisting of CH2 and CH2CH2; 

X° is selected from the group\consisting of hydrido, hydroxy, amino, 
1 5 amidino, aminomethyl, cyano, methyl, qjfluoromethyl, hydroxymethyl, and 
fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, jnethyl, trifluoromethyl, and 
fluoro; 

20 R 2 isZ°-Q; 

Z° is selected from the grou^pon^tin| of^ bond, O, S, and NH; 

Q is selected from the group cbnsistin| 
3-amidocarbonyl-5-aminophenyl, 3-amin^^(N^^^amidocarbonyl)phenyl, 
3-amino-5-(NK2-chlorobenzyl)amidocarbo^l)phe^, 

2 5 3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl>feihenyr 

3-amincHS(N-(2-trifluoromethylbenzyl)amidocVBb^)phSpyl,^ 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(l-methyl-l-phenylethyl)amidocarbonyl)phenyl 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3 0 3-amino-S(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)phenyl, 
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3-^mno-5-(N-isopropylaniidocarbonyl)phenyl, 
3-aminp-5-(N-propy lamidocarbonyl)pheny 1 , 
3-amino^5-(N-isobutylamidocarbonyI)phenyl, 
3-amino-3^(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutyIarrudocarbonyl)phenyi, 
3-amino-5-(N^cyclopentylamidocarbonyl)phenyl, 
3-amino-5-(N-cyfetohexylamidocarbonyl)phenyl, 3-aminophenyl, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyI, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl)2-methylphenyl, 3-methylphenyl, phenyl, 
3-trifluoroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl, with 

the proviso that Q is other ttjan a phenyl or a substituted phenyl when Z° is a 

bond; 

Y° is selected from the &oup consisting of 5-amidino-2-thienylmethyl, 
4~amidinobenzyl, 2-fluoro-4-amic&nobenzyl, and 3-fluoro-4~amdinobenzyl. 



16. A compound as recited in Claim y^here said compound is selected from 
the group of the Formula: 




or a pharmaceutically acceptable salt thereof, w 
o 

R is 3-aminophenoxy, B is 3-chloroph 



amidinobenzyl, R is hydrido, and X is hydrido; 

R is 3-aminophenoxy, B is phenyl, A is CH 2 

is hydrido, and X° is hydrido; 

0 o \ 

R^ is phenylthio, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is\ 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
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15 



R is\3-amino-4-carboxy-2-thienyl, B is phenyl, A is CH 2 CH2, IS 4- 

amidinobenzyl/R 1 is hydrido, and X° is hydrido; 

R 2 is 3,4-diamino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R 1 is\hydrido, and X° is hydrido; 

9 \ 0 

R z is phanoxy/B is 3-aminophenyl, A is C(0)NH, Y is 4-amidinobenzyl, 

R 1 is hydrido, and X° is tiydrido; 

9 \ 0 1 

R^ is phenoxy, B is^-amidinophenyl, A is CH 2 , Y is 4-amidinobenzyl, R x 

is hydrido, and X° is hydrido\ 

R 2 is 3-(N-methylaminV)-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-methylsulfonamido\i-thienyl, B is phenyl, A is CH 2 CH 2 , is 4- 

amidinobenzyl, R 1 is hydrido, and X°l is hydrido; 



R 2 is phenylthio, B is 4-amidinCH>henyl, A is CH 2 , Y° is 4-amidinobenzyl, 



R is hydrido, and X° is hydrido; 

R 2 is 3-methylaminophenoxy, B is phenyl, A is CH 2 CH 2 , IS 4- 



amidinobenzyl, R is hydrido, and ] 



hydrtdo; 



ienyl,AisCH 2 CH 2 ,Y°is4~ 



is 4-amidinobenzyU 



R is 3-aminophenylthio, B 

amidinobenzyl, R* is hydrido, and X° i^hydtjdd 

9 • ^ 

R is 3-aminophenylamino, B is phe 

20 R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenoxy, B is 3-chlorophenylM i^CH 2 CH 2 , Y" is 4- 

amidinobenzyl, is amino, and X° is hydrido; 

9 0 \ 1 

R z is 3-amino-2-thienyl, B is phenyl, A is CH 2 , Y i^4-amidinobenzyl, R x 
is amino, and X° is hydrido; 
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R 2 is^phenylthio, B is 3-chIorophenyl, A is CH 2 CH 2 , IS 4- 
amidinobenzyl, k 1 is amino, and X° is hydrido; 

9 \ 0 

is 3-ammophenoxy, B is 3-chlorophenyl, A is CH 2 CH 2 , Y is 4- 
amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

9 \ 0 1 

5 R z is 3-amino-2^thienyl, B is phenyl, A is CH 2 , Y is 4-amidinobenzyl, R x 

is aminomethyl, and X° is Kvdrido; 

R 2 is 3-amidocarbonw-5-aminophenoxy, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 3-chlorophenyl, A 
10 is CH 2 CH 2 , Y° is 4-amidinobenzyl, K 1 is chloro, and X° is hydrido; 

R 2 is 3-amino-5-(N-(2-chlorob^zyl)amidocarbonyl)phenoxy, B is 3- 
chlorophenyl, A is CH 2 CH 2 , is 4-amiainobenzyl, R^* is chloro, and X° is 
hydrido; \ 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)atoidosulfonyl)phenoxy, B is 3- 
15 chlorophenyl, A is CH 2 CH 2 , is 4-amidinobenzyl, R^ is chloro, and X° is 
hydrido; \ 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzy\iamidocarbonyl)phenoxy, B is 
3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl/R 1 is chloro, and X° is 
hydrido; \ 
20 R^ is 3,5-diaminophenoxy, B is 3-cUorobhi^yl>As|s CH 2 CH 2 , Y is 4- 

amidinobenzyl, R* is chloro, and X° is hydrido; \ \ \yw\ 

9 \\ o 

R is 3-amino-5-carboxy-2-thienyl, B is 3-chlof^heny^Asi^H 2 CH2, Y 

is 4-amidinobenzyl, R* - is chloro, and X° is hydrido; \ \ 

R 2 is 3-amidocarbonyl-5-aminophenylthio, B is 3-chlorophenyl, A is 
25 CH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; \ 
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L 2 is 3-amino-5-(N-benzylamidoc£irbonyl)-2-thienyl, B is 3-chlorophenyl, 
A is CH 2 GH 2 > Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 isN3-amino-5-(N-(2-chlorobenzyl)amidcx;arbonyl)-2-thienyl, B is 3- 
chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is 
hydrido; 

R 2 is3-ami\io-5-(N-(2-chlorobenzyl)amidosulfonyl)-2-thienyl, B is 3- 
chlorophenyl, A is CFUCH 2 , Y ° is 4-amidinobenzyl R 1 is hydrido, and X° is 
hydrido; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thien^ B 
is 3-chlorophenyl, A is CH^CH 2 , is 4-amidinobenzyl, R^ is hydrido, and X° is 
hydrido; 

R 2 is 3,5-diaminophenylainino, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 

4-amidinobenzyl, R 1 is hydrido, aiid X° is hydrido; 

R 2 is 3-amino-5-carboxyphenylamino, B is 3-chlorophenyl, A is 
CH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 hydrido, and X° is hydrido. 



17. Compound of Claim 2 of the Formula^ 

,1 




or a pharmaceutical^ acceptable salt thereof, wherein; 
20 B is selected from the group consisting of hydridb, C2-C8 alkyl, C3-C8 

alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each member of group B 
is optionally substituted at any carbon up to and including 6 atoms from the 
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32 

point^>f attachment of B to A with one or more of the group consisting of R , 

33 34 35 J 36 
R ,R \R ,andR ; 

3\ 33 34 35 ^36 . J J f 
R \R , R , R , and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy^mino, alkoxyamino, alkylamino, alkylthio, amidosulfonyl, 
alkyl, halo, haloalftyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, 

carboxy, carboxamidp, cyano, and Q^; 
A is a bond or 



KCH(R 



15 7 

))p a -(W ) rr wherein rr is 0 or 1, pa is an 



7 7 7 
integer selected from Ottirough 3, and W is (R )NC(0)orN(R ); 

7 \ 
R is selected from fcjie group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from til^ group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R''" and X° are independendy selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, anudino, amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylamino, aminoalkyi, alkyltMp, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 



R 2 is Z°-Q; 



A2 



Z is a bond or W -(CH(R ))p wherein p is 0 or 1 and W is selected 



20 



from the group consisting of O, S\ 

41 42 
R and R are independer 



lyh> 



alkyl; 



Q is phenyl or a heteroaryl of 5 < 
adjacent to the carbon at the point of attachnife 



srs, wherein a carbon 
jnyl or heteroaryl 



ring to Z° is optionally substituted by R^, the othet^c^bon adjacent to the 

v 13 

carbon at the point of attachment is optionally substituted by R , a carbon 



25 adjacent to R and two atoms from the carbon at the point of attachment is 
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optimally substituted by R^, a carbon adjacent to R*^ and two atoms from the 
carbon a^the point of attachment is optionally substituted by R , and any 
carbon adjacent to both R^ and R^ is optionally substituted by R**, with the 

proviso that Q iVother than a phenyl when Z° is a bond; 
9 11 \ 13 

5 R , R , arid R are independently selected from the group consisting 

of hydrido, hydroxy, afcnino, amidino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 

10 R^ and R*^ are independently selected from the group consisting of 

hydrido, acetamido, haloacetamiafc, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaWl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, iieteroaryloxy, heteroaralkoxy, 
heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, alkoxyamino, alkylamino, 

1 5 arylamino, aralkylamino, heteroarylaminV heteroaralkylamino, 

heterocyclylamino, heterocyclylalkylaminoL alkylsulfonamido, amidosulfonyl, 
arylsulfinyl, aralkylsulfinyl, cycloalkylsulfirivl, heteroarylsulfinyl, arylsulfonyl, 
aralkylsulfonyl, cycloalkylsulfonyl, heteroaryfsulfonyl, hydroxyalkyl, 
hydroxyhaloalkyl, aminoalkyl, carboalkoxy, cart^oxy, carboxyalkyl, 

2 0 carboxamido, halo, haloalkyl, and cyano; 

Y° is phenyl or a heteroaryl of 5 or 6 ring rntembers, wherein one carbon 

s\ 

of said phenyl or said heteroaryl is substitutefckByxQ , a carbon two or three 



contiguous atoms from the point of attachment of < 



je phenyl or 



heteroaryl ring is substituted by Q , a carbon adjacent to i 



pint of 



s 17 
2 5 attachment of Q is optionally substituted by R , Another carhpn adjacent to 

s / 18 v 

the point of attachment of Q is optionally substituted by R , a carbon 
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b 16 
adjaceih^to Q is optionally substituted by R , and another carbon adjacent to 

is optionally substituted by R^; 

R 16 , rP, R 1 ^, and R 19 are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino*%lKwlamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, Hs^lo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

R^ or R* 9 is op^onally selected from the group consisting of 



20 21 25 1 

NR R ,C(NR )NR 



\ 26 25 23 24 

,andN(R )C(NR )N(R )(R )„ with the 



proviso that R^, R* 9 , and Q^^re not simultaneously hydrido; 

b \ 20 21 

Q is selected from the group consisting of NR R , hydrido, 

C(NR )NR R ,andN(R )C(NR )N(R )(R ), with the proviso that 

20 21 x 

no more than one of R and R is hydroxy at the same time and with the 

\23 24 . 

further proviso that no more than one of R\ and R is hydroxy at the same 



time; 



20 21 23 24 25 26 
R , R , R , R , R , and R are independently selected from the 



group consisting of hydrido, alkyl, and hydroxy; 

s \ 

Q is selected from the group consisting of a bond, CH2, and 
CH2CH2* 



18. Compound of Claim 17 or a pharmaceuticall^ccb^a^ salt thereof, 
wherein; 

B is selected from the group consisting of hy^do^£hyf}s2-propynyl, 
2-propenyl, propyl, isopropyl, butyl, 2-butenyl, 3-buten>^2-b^ynyb K sec-butyI, 
tert-butyl, isobutyl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3- 
4-pentenyl, 2-pentynyl, 3-pentynyl, 2-pentyl, l-methyl-2-butenyl\ 
l-methyl-3-butenyl, l-methyl-2-butynyl,3-pentyl, l-ethyl-2-propeViyl, 
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20 



25 



2- methylbutyl, 2-methyl-2-butenyI, 2-methyl-3-butenyl, 2-methyl-3-butynyl, 

3- methVlbutyl, 3-methyl-2-butenyl, 3-methyl-3-butenyl, 1-hexyl, 2-hexenyl, 
3-hexenyL 4-hexenyl, 5-hexenyl, 2-hexynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 
l-methyl-2\pentenyl, l-methyl-3-pentenyl, l-methyl-4-pentenyl, 
l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, l-ethyl-2-butenyl, 
l-ethyl-3-butehyl, l-propyl-2-propenyl, l-ethyl-2-butynyl, 1-heptyl, 2-heptenyI, 

3- heptenyl, 4-hepfcenyl, 5-heptenyl, 6-heptenyl, 2-heptynyl, 3-heptynyl, 

4- heptynyl, 5-heptWl, 2-heptyl, l-methyl-2-hexenyl, l-methyl-3-hexenyl, 
l-methyl-4-hexenyl)sl-methyl-5-hexenyl, l-methyl-2-hexynyl, 
l-methyl-3-hexynyl, l\methyl-4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyI, l-ethvl-4-pentenyl, l-butyl-2-propenyl, l-ethyl-2-pentynyl, 
l-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 2,2-difluoropropyl, 
4^trifluoromethyl-5,5,5-trifmoropentyl, 4~trifluoromethylpentyl, 
5,5,6,6,6-pentafluorohexyl, and 333-trifluoropropyl, wherein each member of 
group B is optionally substituted at any carbon up to and including 5 atoms 
from the point of attachment of Bto A with one or more of the group 

32 33 34 35V J 36 
consisting of R , R , R , R , and R ; 

32 33 34 35 3cK 
R , R , R ,R , and R ™ are independently selected from the 

group consisting of hydrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, acetamido, 
trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, methylthio, 
ethylthio, isopropylthio, trifluoromethyl, pent^fluoroethyl, 2,2,2-trifluoroethyl, 
2,2333-pentafluoropropyl, trifluoromethoxy, Ll,2,2-tetrafluoroethoxy,fluoro, 
chloro, bromo, amidosulfonyl, N-methylamidosulfonyl, 

N,N-dimethylamidosulfonyl, hydroxy methyl, 1 -hydroxy ethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro- 1 -hydroxy ethyl, methbx>^boh^H^hoxycarb 
amidocarbonyl, N-methylamidocarbonyl, Nv^-dir%t^(lamidocarbonyl, cyano, 

and Q^; 



A is selected from the group consisting of 



f> N(CH 3 ), 



30 N(OH), CH 2 , CH 3 CH, CF 3 CH, NHC(O), N(CH 3 )C(Q), C(0)NH, 

C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH 2 CH 2 , CH 3 CHCH 2 , and CF 3 CHCH 2 ; 
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15 



R 1 and X° are independently selected from the group consisting of 
hydri^o, hydroxy, amino, amidino, hydroxyamino, aminomethyl, 1-aminoethyl, 
methylafcnino, dimethylamino, cyano, methyl, ethyl, trifluoromethyl, 
pentafluorWthyl, 2,2,2-trifluoroethyl, methoxy, hydroxymethyl, 1 -hydroxy ethyl, 
2-hydroxy ethyl, methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluforoethoxy, fluoro, chloro, and bromo; 

R 2 is^ST 

Z° is selected from the group consisting of a bond, O, S, NH, N(CH3), 

OCH 2 , SCH 2 , N(H)CRU, and N(CH 3 )CH 2 ; 

Q is selected fromiJie group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3Spyirolyl, 2-imidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4~pyrazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 

3-pyridyl, 4-pyridyl, 2-pyrazinyl> s 2-pyrimidinyl, 4-pyrimidinyl, 

5-pyrimidinyl, 3-pyridazinyl, 4~pyfidazinyl, and 13r5-triazin-2-yl, wherein a 

carbon adjacent to the carbon at the point of attachment of said phenyl or 

o \ 9 

heteroaryl ring to Z is optionally substituted by R , the other carbon adjacent 

13 

to the carbon at the point of attachment is optionally substituted by R , a 



carbon adjacent to R and two atoms from ink carbon at the point of attachment 



10 



13 



is optionally substituted by R , a carbon adjacent to R and two atoms from 

12 

2 0 the carbon at the point of attachment is optionally substituted by R , and any 



■ .tJO JT .12. 
carbon adjacent to both R and R is opti 



mally^suftfitituted by R* \ with the 



proviso that Q is other than a phenyl when Z rsi^i bond; 

9 11 J 13 . , _ . 

R , R , and R are independently selecte^TKPm 1 



ip consisting 



of hydrido, amidino, guanidino, carboxy, methyl, ethyl\propyh. isopropyl, 
25 methoxy, ethoxy, isopropoxy, propoxy, hydroxy, ami no^N-methyl amino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
2,2333-pentafluoropropyl, trifluoromethoxy, 1,1^,2-tetrafluoroeth^nxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidos^ilfonyl, 
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N^Jrdimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2^ifluoro-l-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 
\o 12 

R \and R are independently selected from the group consisting of 

5 hydrido, amidino, guanidino, carboxy, carboxy methyl, methyl, ethyl, propyl, 
isopropyl, metWa&y, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyarnino, etfioxyamino, acetamido, trifluoroacetamido, aminomethyl, 

1- aminoethyl, 2-amWoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido^amidosulfonyl, N-methylamidosulfonyl, 

10 N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 

2- hydroxyethyl, 2,2,2-trifkuoro- 1-hydroxyethyl, methoxycarbonyl, 
ethoxy carbonyl, amidocartxmyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl^-benzylannidocarbonyl, 
N-(2-cMorobenzyl)amidocarb<myl, N-(3-fluorobenzyl)amidocarbonyl, 

1 5 N-(2-trifluoromethylbenzyl)amidbcarbonyl, N-( l-phenylethyl)amidocarbonyl, 
N-( 1 -methyl- l-phenylethyl)amidoc^bonyl, N-benzylamidosulfonyl, 
N-(2-chlorobenzyl)amidosulfonyl, N^ethylamidocarbonyl, 
N-isopropylamidocarbony 1, N-propylamidocarbonyl , 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 

20 N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 

N-cyclohexylamidocarbonyl, fluoro, chloro/bromo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 

25 5-bromopyrid-2-ylmethylamino, 4-butoxyphenammo, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chlorV3-ethylbenzylamino, 
4-chloro-3-ethylphenylamino, 3-chlorobeiGy^^^^orobenzyloxy, 

4- chlorobenzylsulfonyl, 4-chlorophenylanuno, 4^l&5rap|ienylsulfonyl, 

5- chloropyrid-3-yloxy, 2-cyanopyrid-3-ylox\2,3-cK^^ 

3 0 2,4~difluorobenzyloxy, 3,4-difluorobenzyloxy, 2^difM><W 

3,5-difluorophenoxy, 3,5-difIuorobenzyloxy, 4^diflbc^^^®2tyfeenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluoropKtoC^xy, 
3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbehz\loxy» 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-Wiylphenoxy, 

3 5 4-ethylaminophenoxy, 3-ethyl-5-methylphenoxy , 4-fluorobenzyloxy, 
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2-flibro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifluoromethylbenzyloxy, 
2-fiuorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobeVzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
^isopropylbtenzyloxy, 3-isopropylphenoxy, 4~isopropylphenoxy, 
4~isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4~isopropylphei*©xy, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenyIethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trimioromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 

3- trifluoromethoxypheWoxy, 4-trifluoromethoxyphenoxy, 
3-trifluoromethylbenzyloxy, 4~trifluoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyloxy , 3-trifluoromethylbenzyl , 

3 .5- bis-trifluoromethy lbenzytoxy , 4~trifluoromethylphenoxy , 

3- trifluoromethylphenoxy, 3-tnfluoromethylthiobenzyloxy, 

4- trifluoromethylthiobenzyloxy^23,4--trifluorophenoxy, 
23 ,5-trifluorophenoxy , 3-pentaflubroethylphenoxy , 
3-(lJ,2,2-tetrafluoroethoxy)phenoxY and 3-trifluoromethylthiophenoxy; 

Y° is selected from the group consisting of: 
l_Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R L l?enzene, 



~ ~b ^ 17 A 18 0 ^19 

2- Q -5-Q -6-R -4-R -3-R 

b s 16 18 1< 

3- Q -6-Q -2-R -5-R -4-R 

b s 18 18 19 
3-Q -6-Q -2-R -5-R -4-R pyric 



.s o 16 ^ 18 
-3 -R -6-R pyrazme, 



le, 



2- Q b -5-Q S -4-R 17 -6-R 18 pyrimidine, 5-Q b -^p^-R 16 -6-R 19 pyrimidine, 

3- Q b -5-Q S -4-R 16 -2-R l9 thiophene, 2-Q b -5-Q S -3-R\ 6 -4-R 17 thiophene, 
3-Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5-Q S -3-R 16 -4-V 7 furan, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole, 2-Q b -5-Q S -3-R 16 -4-R^ 17 pyrrole, 

4- Q b -2-Q S -5-R 19 imidazole, 2-Q b -4-Q S -5-R imidazole, 
3 -Q b -5-Q S -4-R 1 6 isoxazole, 5-Q b -3-Q S -4-R 1 6 isoxazole, 
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2-Q°-^rQ S -4-R 16 pyrazole, 4-Q b -2-Q S -5-R 19 thiazole, and 

b \> 17 
2-Q -5-QV4-R thiazole; 

16 V 17 18 19 
R , R , R , and R are independentfy selected from the group 

consisting of hyiirido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
5 guanidino, methfc^y, ethoxy, isopropoxy, propoxy, hydroxy, amino, 

aminomethyl, l-anunoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methyldrio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsutfmyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-tnfluoroethyl, 2,2333-pentafluoropropyl, 
1 0 trifluoromethoxy , 1 , 1 ,2,2-tefrafluoroethoxy y fluoro, chloro, bromo, 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, and cyano; 

16 19 \ 20 21 

R orR is optionally selected from the group consisting of NR R , 

CCNR^NR^R 24 , and N(R 26 )G(NR 25 )N(R 23 )(R 24 ), with the proviso that R 16 , 

19 b \ 

R , and Q are not simultaneously nydrido; 



15 



b \ . . ,^20 21 , , 

Q is selected from the group consisting of NR R , hydndo, 

?S 73 74 26 25\ 23 24 

C(NR )NR R , and N(R )C(NR )I^(R )(R ), with the proviso that no 

20 21 v, 
more than one of R and R is hydroxy at tne same time and with the further 



23 

proviso that no more than one of R and 

20 21 ^23 ^24 25 J 26 
R ,R ,R ,R ,R ,andR 



are n 



2 0 group consisting of hydrido, methyl, ethyl, p* 



Q S is selected from the group consisting 



jydroxy at the same time; 

i^ntiy selected from the 
3pyl, and hydroxy; 
t>, and CH 2 CH 2 . 



19. Compound of Claim 18 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

25 B is selected from the group consisting of hydrido, ethyl, 2rpropenyl, 

2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, (S)-2-buty^, tert-butyl, 
isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyI, 2,2,2-trifluoroethyl, 
6-amidocarbonylhexyI, 4-methyl-2-pentyl, 3-hydroxypropyl, 

341 



1- Wthoxy-2-propyl, 2-methoxy ethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 

2- diWethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxyethyl, 

2- amiiiinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4~guanidinobutyl, 

3- hydroky propyl, 4~hydroxybutyl, 6-cyanohexyl, 2-dimethylaminoethyl, 

3- methylenityl, 2-methylbutyl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 

4- aminobuWl; 

A is Selected from the group consisting of a bond, CH 2 , NHC(O), 
CH 2 CH 2 , CH^CH 2 CH 2 , and CH 3 CHCH 2 ; 

and are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, 
cyano, methyl, trifludromethyl, methoxy, hydroxymethyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 isZ°-Q; \ 

Z° is selected from the group consisting of a bond, O, S, NH, NCCFLj), 

OCH 2 , and SCH 2 ; \ 

Q is selected from thevgroup consisting of 
3-amidocarbony 1-5-aminophenV 1 , 3 -amino-5-(N-benzy lami docarbonyl)pheny 1 , 
3-amino-5-benzylphenyl,3-amim>-5-(2-phenylethyl)phenyl, 
3-amino-5-benzylaminophenyl , 3^amino-5-(2-phenylethylainino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-ammo-5-(2-phenylethoxy )phenyl , 
3-amincK5-(N-(2-chlorobenzyl)amid6carbonyl)phenyl, 
3-amino-5-(N-(3-fluoroben^l)am^^a^onyl)phenyl , 
3-amino-5<N-(2-trifluoromeuiylb^ 
3-amino-5-(N-( 1 -phenyl ethyl)anft<tocai^4^ 
3-amino-5~(N-( 1-methyl- 1 -phenylethyi^m^ocarbonyl)phenyl 5 
3-amino-5-(N-benzylamidosulfonyl)phenyl\ 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, \ 
3-amino-5-(N-isopropylamidocarbonyl)phenyl,\ 
3-amino-5-(N-propylamidocarbonyl)phenyl, \ 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, \ 
3-amino-S(N-(2-butyl)amidocarbonyl)phenyl, \ 
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3-aninio-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amii»-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino^(N-cydohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5^hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophbiyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminopheny\3-anuno-5-(4-trifluoromethyibenzylamino)^ 
3-amino-5-(4-triMlJoromethylbenzyloxy)phenyl, 3-carboxy phenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cWiophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluVophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesulfonylaminophenyl, 2-methoxy phenyl, 3-methoxyphenyl, 

3 -me thoxy aminopheny 1 , B-me thoxy carbonylpheny 1 , 2-methylaminopheny 1 , 
3-methylaminophenyl, 2-methylphenyl, 3-methyiphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamidcmhenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-aiMno-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4^pyridyl, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 
l. Q VQ^2-R 16 -3-R 17 -5-R 18 A 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridi> ? e, 
3.Q b _6-Q S -2-R I6 -5-R 18 -4-R 19 pyridine\ 

3- Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -^R 1? thiophene; 



16 jr 19 . JX _ 
R and R are lndepender 



met 



hydrido, amidino, amino, aminomethy 
hydroxy methyl, fluoro, chloro, and cyaik^; 

R 16 or R 19 is optionally C(NR 2 ~ 

19 b 

R , and Q are not simultaneously hydrido; 



from the group consisting of 
sthylamino, hydroxy, 



l the proviso that R 



16 



17 18 

R and R are independently selected from tlie group consisting of 



hydrido, fluoro, chloro, hydroxy, hydroxy methyl, amino, cWboxy, and cyano; 
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k\ 25 23 24 

Q D }^ hydrido or C(NR )NR R ; 

23 \24 25 
R , Rv , and R are independently hydrido or methyl; 



Q is CI 



5 20. Compound ^vC\aim 17 of the Formula: 

,1 



O 



or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3-C8 
alkenyl, C3-C8 alkynyl, and C2-08 haloalkyl, wherein each member of group B 
10 is optionally substituted at any carppn up to and including 6 atoms from the 

32 

point of attachment of B to A with o^e or more of the group consisting of R , 

33 34 35 J 36 
R ,R ,R ,andR ; 

32 33 34 35 „ , 
R , R , R , R fB^d R independentiy selected from the 

group consisting of hydrido, ^etarf^q^JiaJmcetamido, amidino, guanidino, 
1 5 alkoxy , hydroxy, amino, alkoxy^nino/^l^^imno, alkylthio, amidosulfonyl, 
alkyl, halo, haloalkyl, haloalkoxy, ny^roxy^l^l, ca^boalkoxy, carboxy, 

carboxamido, cyano, and Q ; 

15 7 x 

A is a bond or (CH(R ))p a ~(W ) rr wherein rr is 0 or 1, pa is an 

7 7 

integer selected from 0 through 3, and W is N(R V); 



20 



R is hydrido or alkyl; 
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is selected from the group consisting of hydrido, halo, alkyl, and 

haloalHyl; 

and X° are independently selected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylar^no, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 isZ°V, 

Z° is a bondW W°-(CH 2 )p wherein p is 0 or 1 and W° is selected 

from the group consisting of O, S, and N(H); 

Q is phenyl or a neteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at tnte point of attachment of said phenyl or heteroaryl 

ring to Z° is optionally substituted by R 9 , the other carbon adjacent to the 
carbon at the point of attachment is optionally substituted by R , a carbon 



adjacent to R and two atoms from\he carbon at the point of attachment is 



10 



13 



15 optionally substituted by R , a carbo^ adjacent to R and two atoms from the 

. 12 
carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R 1 ^ and R 12 is optionally substituted by R 1 \ with the 



proviso that Q is other than a pheny^ 

9 11 13 
R ,R ,and R areindeper 



a bond; 



ltly sfe^ted^firom the group consisting 

no, alfecjamihp, alkylthio, alkoxy, 
yl, haloalkoxy, 



ilc 



20 of hydrido, hydroxy, amino, amidino, gu 

alkylsulfinyl, alkylsulfonyl, amidosulfonyl, 
hydroxyalkyl, carboxy, carboxamido, and cyan 

R^ and R* 2 are independently selected from th& group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
2 5 alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido\amidosuIfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carbox^, carboxamido, 
carboxyalkyl, and cyano; 
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Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

\ s 
of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 
contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring ^substituted by Q^, a carbon adjacent to the point of 

s \ 17 
attachment of Q is^ptionally substituted by R , another carbon adjacent to 

s 18 
the point of attachment^ Q is optionally substituted by R , a carbon 

adjacent to is optionall^substituted by R 1 ^, and another carbon adjacent to 

b \ 19 

Q is optionally substituted bV R ; 

R**\ R^, R^, and R^ are independentiy selected from the group 

consisting of hydrido, amidino, guanSdino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio>alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloa^koxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 19 \ 20 21 

R or R is optionally selected from the group consisting of NR R , 



26 25 23 24 

N(R )C(NR )N(R )(R ), and < 

19 b 
R , and Q are not simultaneously hyc 



25. .V 23 24 . . 16 

R , with the proviso that R , 



Q is selected from the group consistfrife of ] 

0f% 25 23 24 25 \23 7A y 

N(R )C(NR )N(R )(R ), and C(NR )NR\ R 



, hydrido, 



20 2 1 23 24 25 26 
R , R , R , R , R , and R are independently fleeted from the 

2 0 group consisting of hydrido and alkyl; 
Q S is CH 2 . 

21. Compound of Claim 20 or a pharmaceutically acceptable salt thereof 
wherein; 

25 B is selected from the group consisting of hydrido, ethyl, 2-propen^, 
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2- prWynyl, propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, sec-butyl, tert-butyl, 
isobuQd, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 3-pentenyl, 2-pentynyl, 

3- pentytWl, 2-pentyl, 3-pentyl, 2-methylbutyl, 2-methyl-2-butenyl, 

3- methylbbXyl, 3-methyl-2-butenyl, 1-hexyl, 2-hexenyl, 3-hexenyl, 4-hexenyl, 
2-hexynyl, 3Vhexynyl, 4-hexynyl, 2-hexyl, l-methyl-2-pentenyl, 
l-methyl-3-pentenyl, l-methyl-2-pentynyl, l-methyl-3-pentynyl, 3-hexyl, 

1- ethyl-2-butenyfc^l-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-heptenyl, 

2- heptynyl, 3-heptVnyl, 4-heptynyl, 5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, 
l-methyl-3-hexenyl\l-methyl-4^hexeny 1, 1 -methyl-2-hexynyl, 
l-methyl-3-hexynyl, Lrmethyl-4-hexynyl, 3-heptyl, l-ethyl-2-pentenyl, 
l-ethyl-3-pentenyl, l-ethyl-2-pentynyl, l-ethyl-3-pentynyl, 2,2,2-trifluoroethyl, 
2,2-difluoropropy 1 , ^trifluoromethy 1-5,5,5-trifluoropentyl, 

4- trifluoromethylpentyl, 5,5.6,6,6-pentafluorohexyl, and 333-trifluoropropyl, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 5 atoms from tnfe point of attachment of B to A with one or more 

.32V33 34 35 J 36 
,R ,R ,andR ; 



32 33 34 35 J 
R ,R ,R ,R ,and 



of the group consisting of R 

are independently selected from the 

group consisting of hydrido, anudino,\guanidino, methyl, ethyl, methoxy, 
ethoxy, hydroxy, amino, N-methylaminb, dimethylamino, methoxyamino, 
methyl thio, ethylthio, trifluoromethyl, peMafluoroethyl, 2,2,2-trifluoroethyl, 
fluoro, chloro, bromo, anudosulfon^N-m^thylamidosxilfonyl, hydroxymethyl, 

amidocarbonyl, carboxy, cyano, ; 



A is selected from the group < 



>nd, NH, N(CH 3 ), CH 2 , 



30 



CH 3 CH, and CH 2 CH 2 ; 

A is optionally selected from the group consisting of CH 2 N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 r^CH 2 CH 3 ) with the 
proviso that B is hydrido; 

X° is selected from the group consisting of hydrid^, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxy methyl, chloro, 
and fluoro; 
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R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluororrifcthyl, methoxy, methylthio, trifluoromethoxy, fiuoro, and chloro; 



-Q; 



5 Z is selected from the group consisting of a bond, O, S, NH, OCH 2 , 

SCH 2 , and N(H)CI 

Q is selected f}om the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imidazolylN2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon adjacent co the carbon at the point of attachment of said 

\o 9 
10 phenyl or heteroaryl ring to z\ is optionally substituted by R , the other carbon 

adjacent to the carbon at the poirrt of attachment is optionally substituted by 

13 9 \ 

R , a carbon adjacent to R and two atoms from the carbon at the point of 

attachment is optionally substituted b\ R^, a carbon adjacent to R^ and two 



atoms from the carbon at the point of attachment is optionally substituted by 
R^, and any carbon adjacent to both R* \^nd R 1 ^ is optionally substituted by 

\ with the proviso that Q is other than a phenyl when Z° is a bond; 



9 11 13 
R , R ,andR are indepenc 



?cted from the group consisting 

amino, N-methylamino, 
oroethyl, 



of hydrido, methyl, ethyl, methoxy, € 
N,N-dimethylamino, methylthio, trifluon 
2,2,2-trifluoroethyl, fiuoro, chloro, bromo, 
N-methylamidosulfonyl, N,N-dimethylamidofeuIf^ 

1 -hydroxy ethyl, amidocarbonyl, N-methylamijiocarbony^, carboxy, and cyano; 

R^ and R^ are independently selected from the Woup consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)Wnidocarbonyl, 
N-(l-phenylethyl)amidocarbonyl, N-(l-methyl-l-phenylethyl)am^docarbonyl, 
N-benzylamidosulf ony 1 , N-(2-chlorobenzy l)amidosulfony 1 , 
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N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobuWlamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobiWlamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydiWymethyl, 1-hydroxyethyl, 2-hydroxy ethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2^^-trifluoroed^trifluoroacetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethyIamidosu^fonyl, methanesulfonamido, methoxy carbonyl, fluoro, 
chloro, bromo, and cya 

Y° is selected from the group consisting of: 

1- Q b . 4 _Q S .2-R 16 -3-R 17 -5^R 18 -6-R 19 benzene > 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R\ pyridine, 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene, 
3_Q^6-Q S -2-R 16 -5-R 18 -4-R 19 p>ridine,3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, 

3- Q b -5-Q S -4-R 16 -2-R 19 furan,2-Q b v 5-Q S -3-R 16 -4-R 17 furan, 

3- Q b -5-Q S -4-R 16 -2-R 19 pyrrole,2-Q\5-Q S -3-R 16 -4-R 17 pyrrole, 

4- Q b -2-Q S -5-R 19 thiazole, and 2-Q b -5-Q^-4-R 17 thiazole; 

16 17 18 19 
R , R , R , and R are indepen\lendy selected from the group 

consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, ^minoethyL N-methylamino, 
dimethylamino, methylthio, ethylthio, ^uor^a^ttwlthio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluc^^ti^*^ 
trifluoromethoxy, fluoro, chloro, hydroxymeftwl, ^u^^and cyano; 

o . A20\21 

Q is selected from the group consisting of I 

C(NR )NR R , and N(R )C(NR )N(R )(R )\ 

„20 21 „23 24 25 . 26 . , 
R , R , R , R , R , and R are independently selected from the 

group consisting of hydrido, methyl, and ethyl; 

Q S is CH 2 . 
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22>Compound of Claim 21 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

El is selected from the group consisting of hydrido, ethyl, 2-propenyl, 
2-propynyWopy 1 * isopropyl, butyl, 2-butyl, (R)-2-butyl, (S)-2-butyl, tert-butyl, 
isobutyl, l-p&ityl, 3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 
6-amidocarbon>lhexyl, 4-methyl-2-pentyl, 3-hydroxypropyl, 

1- methoxy-2-prc^/l, 2-methoxy ethyl, 2-methyl-2-butyl, 3-methyl-2-butyl, 

2- dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxy ethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 4-guanidinobutyl, 

3- hydroxypropyl, 4-hydfoxy butyl, 6-cyanohexyl, 2-dimethylaminoethyl, 

3- methylbutyl, 2-methylbiWl, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 

4- aminobutyl; \ 

A is selected from the group consisting of a bond, CH2, CH3CH, and 

CH 2 CH 2 ; \ 

X° is selected from the grou^ consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl ,Niifluoromethyl, hydroxymethyl, and 
fluoro; \ 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano)methyl, trifluoromethyl, and 
fluoro; ^ \ 

R 2 is Z°-Q; \ 

Z° is selected from the group coh^isthig ctf^&om}, O, S, NH, and 

OCH 2 ; \\ JV^ 

Q is selected from the group consisting of\ \ 
3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-amirtophenyl, 
3-amino-5-(N-benzylamidocarbonyl)phenyl, \ 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, \ 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, \ 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, \ 
3-amino-5-(N-( 1 -phenylethyl)amidocarbonyl)phenyl, \ 
3-amino-5-(N-( 1-methyl- l-phenylethyl)amidocarbonyl)phenyl, \ 
3-amino-5-(N-benzylamidosulfonyl)phenyl, \ 
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3-aminc^(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amincH5^-ethylamidocarbonyl)phenyl, 
3-amino-5-(P^isopropylamidocarbonyl)phenyl, 
3-amincH5-(N-propylamidocarbonyl)phenyl, 
5 3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-arruncH5-(N-(2-b^l)amidocarbonyl)phenyl, 
3-amino-5-(N-c^fo^tylamidocarbonyl)phenyl, 
3-amino-S(N-cyclopeiWlamidocarbonyl)phenyl, 

3-amino-S(N-cyclohexyWnidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
1 0 3-amino-5-hydroxymethylWnyl, 5-amino-3-methoxycarbonylphenyl, 

3-amidinophenyl, 3-amino-2\methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-carboxypheW, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 
3-carboxymethyl-5-hydroxyphen\l, 3-carboxymethylphenyl, 3-chlorophenyl, 
1 5 2-chlorophenyl, 3-cyanophenyl, 3 Adiaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-tfifluorophenyl, 2-hydroxyphenyI, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxyphenyl, 
3-methoxyphenyl, 3-methoxyaminoph<W, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophfenyl, 2-methylphenyl, 3-methylphenyl, 

20 4-methylphenyl, phenyl, 3-trifluoroacetafflidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl\5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thlenyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting^": 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, N 

3 - Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2-Q b -5-Q S -3-R\[ 6 -4-R 17 thiophene; 

R^ and R* 9 are independently selected from the ^roup consisting of 

3 0 hydrido, amidino, amino, aminomethyl, methoxy, methy laming, hydroxy, 
hydroxy methyl, fluoro, chloro, and cyano; 
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17 18 

R and R are independently selected from the group consisting of 

hydrido^fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

25 23 24 
QAisC(NR )NR R ; 

23 \ 24 25 

R , R , and R are independently selected from the group consisting of 
5 hydrido and methyl; 

Q S is CH 2 > 



in 



23. Compound of Clain^22 or a pharmaceutically acceptable salt thereof, 
wherein; 

10 B is selected from the group consisting of hydrido, ethyl, 2-propenyl, 

2-propynyl, propyl, isopropyk butyl, 2-butyl, (R)-2-butyl, (S)-2-butyl, tert-butyl, 
isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 2,2,2-trifluoroethyl, 
6-amidocarbonylhexyl, 4-methyl\2-pentyl, 3-hydroxypropyl, 

1- methoxy-2-propyl, 2-methoxyetxWl, 2-methyl-2-butyl, 3-methyl-2-butyl, 
1 5 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 2-hydroxy ethyl, 

2- amidinoethyl, 2-guanidinoethyl, 3-g^anidinopropyl, 4-guanidinobutyl, 

3- hydroxypropyl, 4-hydroxy butyl, 6-cyakohexyi, 2-dimethylaminoethyl, 

3- methylbutyl, 2-methylbutyl, (S)-2-methy^butyl, 3-aminopropyl, 2-hexyl, and 

4- aminobutyl; 

20 A is selected from the grou^consiStfeg&o^ bond, CH2, CH3CH, and 

CH 2 CH 2 ; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, Hydroxymethyl, and 
fluoro; 

25 R^ is selected from the group consisting of hydridoi hydroxy, 

hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoror^ethyl, and 
fluoro; 

R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, and S,^ 
30 Q is selected from the group consisting of 
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3^^docarbonyl-5-aminophenyl,3-amino-5-(N-benzylarm 
3-^no-5-(N-(2-cWorobenzyl)amidocarbonyl)phenyl, 
3-an^o-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amin^5-(N<2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5r(N-( 1 -pheny lethy l)amidocarbony l)pheny 1 , 
3 -amino-5-W( 1 -methyl- 1 -phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(^be^ylamidosulfonyl)phenyl, 
3-amino-5-(N^2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-e&ylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-S(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butylmmidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutyIkniidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 3-aminophenyl , 
3-carboxy-5-aminophenyl, 3-ctdorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydrtayphenyl, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylpttenyl, 3-methylphenyl, phenyl, 
3-trifluoroacetamidophenyl, 3-bronV-2-thienyl, 2-thienyl, and 3-thienyl, with 
the proviso that Q is other than a phertyl or a substituted phenyl when Z° is a 
bond; 

Y° is selected from the group consisting of 5-amidino-2-thienylmethyl, 



4-amidinobenzyl, 2-fluoro-4-ami 



24. A compound as recited in Claim Y 
the group of the Formula: 



and 3-fluoro-4~amidinobenzyl. 



mpound is selected from 
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or a ph^rmaceutically acceptable salt thereof, wherein; 

R\ is 3-aminophenoxy, B is 2,2,2-trifluoroethyl, A is single bond, Y v is 4- 

amidinoben^vl, R 1 is hydrido, and X° is hydrido; 

^ \ o 
is 3vaminophenoxy, B is (S)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, R?" is hydrido, and X° is hydrido; 

9 \ 0 

R^ is 5-ammo-2-fluorophenoxy, B is isopropyl, A is single bond, Y is 4- 



amidinobenzyl, R is hydrido, and X° is hydrido; 



o . 



R z is 2-methyl-3r-aminophenoxy, B is isopropyl, A is single bond, Y is 4- 
amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

7 \ 0 

10 R is 3-aminophenoxy, B is ethyl, A is single bond, Y is 4-amidinobenzyI, 

R 1 is hydrido, and X° is hydriclo; 

o \ o 

R is 3-aminophenoxy, B\is ethyl, A is single bond, Y is 4~amidino-2- 

fluorobenzyl, R 1 is hydrido, and XY is hydrido; 

o \ 0 

R z is 3-aminophenoxy, B is 2vpropenyl, A is single bond, Y is 4- 

15 amidinobenzyl, R 1 is hydrido, and X° i\ hydrido; 

o \ 0 

R is 3-aminophenoxy, B is isopropyl, A is single bond, Y is 4-amidino-2- 

fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

9 \ 0 

R* is 3-aminophenoxy, B is isopropyl\A is single bond, Y is 4- 



ingle bond, Y° is 4- 



25 



amidinobenzyl, R is hydrido, and X is hydridt 
R is 3-aminophenoxy, B is 2^but^3>A is : 

amidinobenzyl, R''" is hydrido, and X^s li^ 
R is 3-aminophenoxy, B is (R)-2- 

amidinobenzyl, R^ is hydrido, and X° is hydridJ 

R z is 3-aminophenoxy, B is 2-propynyl, A is singly bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 



bond, Y is 4- 
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1 2 is 3-aminophenoxy , B is 3-pentyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 lk 3-arninophenoxy, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, R 1 

is hydrido, and^X 0 is hydrido; 

R 2 is 3-OTtinophenoxy, B is ethyl, A is CH 2 , is 4-amidinobenzyl, R 1 is 

hydrido, and X° is hVdrido; 

R 2 is 3-aminophenoxy, B is 2-methypropyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophencW B is 2-propyl, A is CH 3 CH, Y° is 4-amidinobenzyl, 

R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenoxy, BVis propyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, R 1 is hydrido, and X^s hydrido; 

R 2 is 3-aminophenoxy, B is 6^midocarbonylhexyl, A is single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and X°\s hydrido; 

R 2 is 3-aminophenoxy, B is tert-buWl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydfixio; 

R 2 is 3-aminophenoxy, B is tert-butyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido;' 

R 2 is 3-aminophenoxy, B is 3-hydroxypropyl, A is single bond, Y° is 4- 



amidinobenzyl, R 1 is hydrido, and X° is hyc 



R 2 is 3-aminophenoxy, B is 2-meth^ropyC^l^single bond, Y w is 4- 



o . 



amidino-2-fluorobenzyl, R 1 is hydrido, and X°ls hy 



-amidinobenzyl, 



R 2 is 3-aminophenoxy, B is butyl, A is singkN^nc 

R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenoxy, B is l-methoxy-2-propyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
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is 3-aminophenoxy, B is 2-methoxy ethyl, A is single bond, Y is 4- 

amidinobeniyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3Vaminophenoxy, B is 2-propyl, A is single bond, Y° is 5-amidino-2- 

thienylmethyl, r\ is hydrido, and X° is hydrido; 

R 2 is 3-amtaophenoxy, B is 2-propyl, A is single bond, Y° is 4-amidino-3- 

fluorobenzyl, R 1 is hVdrido, and X° is hydrido; 

R 2 is 3-carboxyrchenoxy, B is 2-propyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophencW B is 2-propyl, A is single bond, Y° is 4-amidino-3- 

fluorobenzyl, R 1 is hydrido, aAd X° is hydrido; 

R 2 is 3-amino-5-carboxV2-thienyl, B is 2,2,2-trifluoroethyl, A is single 
bond, Y° is 4-amidinobenzyl, R 1 ik hydrido, and X° is hydrido; 

R 2 is 3-amino-Scarboxy-2-CWenyl, B is (S)-2-butyl, A is single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and xP is hydrido; 

R 2 is 5-amino-4-fluoro-3-carboAv-2-thienyl, B is isopropyl, A is single 
bond, Y° is 4-amidinobenzyl, R 1 is hydridV and X° is hydrido; 

R 2 is 4-methyl-3-amino-5-carboxy-2^thienyl, B is isopropyl, A is single 
bond, Y° is 4-amidinobenzyl, R 1 is hydrido, afid X° is hydrido; 

R 2 is 3-amino-5-carboxy-2-thienyl, B is\^thyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X°^ 

R 2 is 3-amino-5-carboxy-2-thienJ 



o . 



1S1 



. is single bond, Y is 4- 



amidino-2-fluorobenzyl, R 1 is hydrido, and 



R 2 is 3-amino-5-carboxy-2-thienyl, B is 2-prope^yl, A is single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxy-2-thienyl, B is isopropyl, A^s single bond, Y° is 

4-amidino-2-fluorobenzyl, R 1 is hydrido, and X° is hydrido; 
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l2 is 3-amino-S-carboxy-2-thienyl, B is isopropyl, A is single bond, Y° is 

4-amidindbenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 \3-amino-5-carboxy-2-thienyl, B is 2-butyl, A is single bond, Y is 4- 

armdinobenzylSR 1 is hydrido, and X° is hydrido; 

R 2 is 3-^no-5-carboxy-2-thienyl, B is (R)-2-butyl, A is single bond, Y° is 

4-amidinobenzyl, R\ is hydrido, and X° is hydrido; 

R 2 is 3-aminoVcarboxy-2-thienyl, B is 2-propynyl, A is single bond, Y is 

4-amidinobenzyl, R 1 is hVdrido, and X° is hydrido; 

R 2 is 3-amino-5-c^hoxy-2-thienyl, B is 3-pentyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydridoWd X° is hydrido; 

R 2 is 3-amino-5-carboxV2-thienyl, B is hydrido, A is CH 2 > Y° is 4- 

amidinobenzyl, R 1 is hydrido, andV° is hydrido; 

R 2 is 3-amino-5-carboxy-2-tfdenyl, B is ethyl, A is CH 2 , Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° fs hydrido; 

R 2 is 3-amino-5-carboxy-2-thienV B is 2-methypropyl, A is single bond, 
Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxy-2-thienyl, B^s 2-propyl, A is CH3CH, Y° is 4- 



amidinobenzyl, R 1 is hydrido, and X° is hydride 
R 2 is 3-amino-5-carboxy-2-thiei 

amidino-2-fluorobenzyl, R 1 is hydrido, 



R 2 is 3-amino-5-carboxy-2-thienyl, BWai 
bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and I 



>pyl, A is single bond, Y° is 4- 
do; 

+)onylhexyl, A is single 



is 



lo; 



R 2 is 3-amino-5-carboxy-2-thienyl, B is tert-butyl ^ is single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-Scarboxy-2-thienyl, B is tert-butyl, A ^single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
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\R is 3-amino-5-carboxy-2-thienyl, B is 3-hydroxypropyl, A is single bond, 
Y° is 4-arhidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 i^-amino-5-carboxy-2-thienyl, B is 2-methyipropyl, A is single bond, 

Y° is 4-amidino^-fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

o \ 0 

R z is 3-amino-5-carboxy-2-thienyl, B is butyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hWrido, and X° is hydrido; 

R 2 is 3-amino-5-c^boxy-2-thienyl, B is l-methoxy-2-propyl, A is single 
bond, Y° is 4-amidinobenzyl, s R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxy^2-thienyl, B is 2-methoxyethyl, A is single bond, 
Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxy-2-thWyl, B is 2-propyl, A is single bond, Y° is 5- 

amidino-2-thienylmethyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxy-2-thienyl>B is 2-propyl, A is single bond, Y° is 4- 

amidino-3-fluorobenzyl, R 1 is hydrido, and X? is hydrido; 

o \ 0 

R z is 3-carboxy-5-carboxy-2-thienyl, B Is 2-propyl, A is single bond, Y is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido* 

o \ 0 

R^ is 3-amino-5-carboxy-2-thienyl, B is 2-prto>yl, A is single bond, Y is 4- 

amidino-3-fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxyphenylthio, B isr2g^^^oroethyl, A is single 

bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and A° lVhydndo; 

*> v» \ \k\ \ o 

R z is 3-amino-5-carboxyphenylthio, B is (S)-2^tyK^i$ssingle bond, Y 

is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; yO 

R 2 is Samino-2-fluoro-5-carboxyphenylthio, B is isopropVl, A is single 

bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; \ 

R 2 is 2-methyl-3-amino-5-carboxyphenylthio, B is isopropyl, A is single 

bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; \ 
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\ R 2 is 3-amino-5-carboxyphenylthio, B is ethyl, A is single bond, Y is 4- 

amidinoWzyl, R 1 is hydrido, and X° is hydrido; 

R^is 3-amino-5-carboxyphenylthio, B is ethyl, A is single bond, Y° is 4- 

amidino-2-fliKSffobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aWno~5-carboxyphenylthio, B is 2-propenyl, A is single bond, Y° 

is 4-amidinobenzyl /R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino\5-carboxyphenylthio, B is isopropyl, A is single bond, Y° is 

4-amidino-2-fluorobenzV R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxyphenylthio, B is isopropyl, A is single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

o \ o 

R^ is 3-amino-5-carboxyphenylthio, B is 2-butyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and\X° is hydrido; 

o \ o 

R z is 3-amino-5-carboxypheVylthio, B is (R)-2-butyl, A is single bond, Y 

is 4-amidinobenzyl, R 1 is hydrido, and\X° is hydrido; 

R 2 is 3-amino-5-carboxyphenyltko, B is 2-propynyl, A is single bond, Y° 

is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carboxyphenylthio, Et is 3-pentyl, A is single bond, Y° is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrtdo; 

R^ is 3-amino-5-carboxyphenylthio, B is hydrido, A is CH 2 , is 4- 

amidinobenzyl, R 1 is hydrido, and X° is WHridb^\ 

R 2 is 3-amino-5-carboxyphenylthicv€^ et^mAis CH 2 , Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydridojN* — 

R 2 is 3-amino-5-carboxyphenylthio, B is 2-methypropyl, A is single bond, 

Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; \ 

9 AO 

R^ is 3-amino-5-carboxyphenyIthio, B is 2-propyl, A is, CH3CH, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; \ 
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^R 2 is 3-anuno-5-carboxyphenylthio, B is propyl, A is single bond, Y° is 4- 

amidino-2^1uorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 isVamino-5-carboxyphenylthio, B is 6-amidocarbonylhexyl, A is single 
bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aifcW-5-carboxyphenylthio, B is tert-butyl, A is single bond, Y° is 

4-amidinobenzyl, R^Ys hydrido, and X° is hydrido; 

R 2 is 3-amino-S^arboxyphenylthio, B is tert-butyl, A is single bond, Y is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-amino-5-carb\)xyphenylthio, B is 3-hydroxypropyl, A is single 
bond, Y° is 4-amidinobenzyl, rH is hydrido, and X° is hydrido; 

R 2 isS-arnino-S-carboxypHjenylthio, B is 2-methylpropyl, A is single bond, 
Y° is 4-amidino-2-fluorobenzyl, rAs hydrido, and X° is hydrido; 

R 2 is 3-amino-Scarboxyphenyithio, B is butyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is \ydrido; 

R 2 is 3-amino-5-carboxyphenylthio. B is l-methoxy-2-propyl, A is single 
bond, Y° is 4-amidinobenzyl, R 1 is hydrido, a*d X° is hydrido; 

R 2 is 3-amino-5-carboxyphenylthio, B ite 2-methoxyethyl, A is single bond, 
Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is Hydrido; 

R 2 is 3-amino-5-carboxyphenyltWo35s^ropyl, A is single bond, Y° is 

5-amidino-2-thienylmethyl, R 1 is hydrido\knd X 8 ^!^!^!^; 

R 2 is 3-anuno-5-carboxyphenyltWo^s 2-prop^^^ single bond, Y is 

4-amidino-3-fluorobenzyl, R 1 is hydrido, and X^strydrido; 

R 2 is 3-carboxy-5-carboxyphenylthio, B is\2-propylV. is single bond, Y is 

4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; \ 

R 2 is 3-amino-5-carboxyphenylthio, B is 2-propyl, A is single bond, Y is 

4-amidino-3-fluorobenzyl, R 1 is hydrido, and X° is hydrido; \ 
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\ R 2 is 3-amidocarbonyl-5-aminophenoxy, B is 2-propyl, A is single bond, 
Y° is 4\ndinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 \ 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is 2-propyl, A is 
single bond, Y^as 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is3-a^Mno-5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-aminois-(N-(2-chlorobenzyl)amidosulfonyl)phenoxy, B is 2- 
propyl, A is single bond,V is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-aniino-5-(N-te-trifluoromethylbenzyl)amidocarbonyl)- phenoxy, B 
is 2-propyl, A is single bond, Y^is 4-amidinobenzyl, R 1 is chloro, and X° is 
hydrido; \ 

R 2 is 3,5-diarninophenoxy/B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is chloro, and X° ishydrido; 

R 2 is 3-amino-5-carboxyphenoxV, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amidocarbonyl-5-aminophenVy, B is 2-propyl, A is single bond, 
Y° is 4-amidinobenzyl, R 1 is hydrido, and X° iS hydrido; 

R 2 is 3-arrdno-5-(N-benzyla^d^^^yl)phenoxy, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, r\is h^$^^X° is hydrido; 

R 2 is 3-amino-5-(N-(2-cWorober^alfmdVc^^)phenoxy, B is 2- 
propyl, A is single bond, Y° is ^amidinobenzyhi^ isfiWlo, and X° is hydrido; 

R 2 is 3-armno-5-(N-(2-chlorobenzyl)amidokilfonyJ)phenoxy, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-armno-5-(N-(2-trinuoromethylbeiizyl)amidocarbonyl)phenoxy, B is 
2-propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is hydrido.Vnd X° is 
hydrido; \ 
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15 



20 



R zx is 3,5-diaminophenoxy, B is 2-propyl, A is single bond, Y° is 4- 

amidinobenzyl^R 1 is hydrido, and X° is hydrido; 

R 2 is 3-artono-5-carboxyphenoxy, B is 2-propyi, A is single bond, Y° is 4- 

amidinobenzyl, R 1 isshydrido, and X° is hydrido; 

R 2 is 3-ainidockbonyl-5-anuno-2-thienyl, B is 2-propyl, A is single bond, 
Y° is 4-amidinobenzyl, R^vis chloro, and X° is hydrido; 

R 2 is 3-anMno-5KN-benzylamidocarbonyl)-2-thienyl, B is 2-propyl, A is 
single bond, Y° is 4-amidinoberizyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amino-5-(N-(2-chlbrobenzyl)amidocarbonyl)-2-thienyl, B is 2- 
propyl, A is single bond, Y° is 4-amiqinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-ainino-5-(N<2-cWorol^nzyl)aniidosulfonyl)-2-thienyl, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amino-5-(N-(2-trifluorometlwlbenzyl)amidocarbonyl)-2-thienyl, B 
is 2-propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is chloro, and X° is 
hydrido; 

o \ o 

R z is 3,5-diamino-2-thienyl, B is 2-propyl\ A is single bond, Y is 4- 

amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amino-5-carboxy-2-thienyl, B is 2-proftyl, A is single bond, Y° is 4- 



25 



amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amidocarbonyl-5-amino-2-t 
Y° is 4-amidinobenzyl, R 1 is hydrido, and X° i^liydriJ 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)^S 
single bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X^4s4i$ 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)-2-thiWyl, B is 2- 
propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and xP is hydrido; 



3pyl, A is single bond, 
2-propyl, A is 
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R is3-amino-5-(N-(2-chIorobenzyl)amidosulfonyl)-2-thienyl, B is 2- 
propW, A is single bond, Y° is 4-amidinobenzyl, R* is hydrido, and X° is hydrido; 

1 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-2-thienyl, B 
is 2-propyl^yV is single bond, Y° is 4-amidinobenzyl, R* is hydrido, and X° is 
hydrido; 

2 \ 0 
R is 3,3rdiamino-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R^Ns hydrido, and X° is hydrido; 

2 \ 0 

R is 3-amino^5-carboxy-2-thienyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R x is hy&ido, and X° is hydrido; 
2 \ 

10 R is 3-amidocarb<kiyl-5-aminophenylthio, B is 2-propyl, A is single bond, 

Y° is 4-amidinobenzyl, R* is qhloro, and X° is hydrido; 

2 \ 
R is 3-amino-5-(N-ben^ylamidocarbonyl)phenylthio, B is 2-propyl, A is 

single bond, Y° is 4-amidinobenzyk R^" is chloro, and X° is hydrido; 

2 \ 
R is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenylthio, B is 2- 

15 propyl, A is single bond, Y° is 4-amidinobenzyl , R 1 is chloro, and X° is hydrido; 
2 

R is 3-amino-5-(N-(2-cMorobenz^l)amidosulfonyl)phenylthio, B is 2- 

propyl, A is single bond, Y° is 4-amidinobenfcyl, is chloro, and X° is hydrido; 

2 \ 
R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 

0 * ^ "dinobenfcyl, R^ is chloro, and X° is 



o . 



^s single bond, Y is 4- 



is 2-propyl, A is single bond, Y is 
2 0 hydrido; 

2 

R is 3,5-diaminophenylthio, 

amidinobenzyl, R 1 is chloro, and X° is hyc 

R is 3-amino-5-carboxyphenylthio, B is T2\propyly A is single bond, Y is 

4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

2 \ 
25 R is 3-amidocarbonyl-5-aminophenylthio, B is 2-pro^yl, A is single bond, 

Y° is 4-amidinobenzyl, R* is hydrido, and X° is hydrido; 



363 



♦ 



R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is 2-propyl, A is 
sin\bond, Y° is 4-amidinobenzyl, R 1 is hydride, and X° is hydride; 

j2 is 3_ amino .5.(N-(2-chlorobenzyl)amidocarbonyl)phenylthio, B is 2- 
propyl, AiWigle bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 i s Va»ino-5-(N-(2-chlorobenzyl)ainidosulfonyl)phenylthio, B is 2- 
propyl, A is rink bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3- an \o-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 
is 2-propyl, A is sing\bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is 

hydrido; . 

R 2 is 3,5-diaminWienylthio, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-anuno-5-carboxyphenylthio, B is 2-propyl, A is single bond, Y is 

4-amidinobenzyl, R 1 is hydridV and X° is hydrido. 
25. Compound of Claim 2 of the formula: 



X 1 




H 



Y 



tedWeterocyclyl, wherein 



or a pharmaceutically acceptable salt *&eof 

B is a C3-C7 cycloalkyl or a C4-S£ sat 
each ring carbon is optionally substituted with R J "% ring carbon other than the 
carbon at the point of attachment of B to A is optionally substituted with 



33\ 



nn 



oxo provided that no more than one ring carbon is substituted by oxo at the 
same time, ring carbons and a nitrogen adjacent to the carbon atom at the point 
of attachment are optionally substituted with R or R , aVing carbon or 
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nitrogen\udjacent to the R position and two atoms from the point of attachment 

is optionally substituted with R*^, a ring carbon or nitrogen adjacent to the R^ 

position and nyo atoms from the point of attachment is optionally substituted 
12 

with R , a ringvcarbon or nitrogen three atoms from the point of attachment 

and adjacent to fift^SR^ position is optionally substituted with R* \ a ring 

carbon or nitrogen thW atoms from the point of attachment and adjacent to the 

12 \ 33 

R position is optionally substituted with R , and a ring carbon or nitrogen 

11 33 

four atoms from the poinryof attachment and adjacent to the R and R 

v 34 
positions is optionally substituted with R 

9 11 13 

10 R ,R ,andR are independently selected from the group consisting 

of hydrido, hydroxy, amino, amioino, guanidino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; 

15 R^ and R^ are independency selected from the group consisting of 

hydrido, acetamido, haloacetamido, amiaino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy, 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, 

2 0 alkoxyamino, alkylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heteracyclylalkylamino, 
alkylsulfonamido, amidosulfonyl, arylsulfinyl, aralkylsulfinyh 
cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, aralkylsulfonyl, 
cycloalkylsulfonyl, heteroarylsulfonyl, hydr53W(alKyl, hydroxyhaloalkyl, 

25 aminoalkyl, carboalkoxy, carboxy, carbox^all^y^s^oxamido, halo, haloalkyl, 
and cyano; 

^tha^oyp consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidinoAalkoxy, hydroxy, amino, 
alkoxyamino, alkylamino, alkylthio, amidosulfonyl, alkyl\halo, haloalkyl, 
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haloalkoxy, hydroxyalkyl, hydroxyhaloalkyl, carboalkoxy, carboxy, 

carboxam^do, cyano, and Q b ; 

v 15 7 

A is\ bond or (CH(R )) pa -( W V wherein rr is 0 or 1 , pa is an 

\ 7 7 7 

integer selected^from 0 through 3, and W is (R )NC(0) or N(R ); 

5 R is selel^ed from the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are ifidependendy selected from the group consisting of 
hydrido, hydroxy, hydroxyWno, amidino, amino, cyano, hydroxyalkyl, alkoxy, 
1 0 alkyl, alkylamino, aminoalky^ alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 isZ°-Q; 

Z° is a bond or W°-(CH(R v 42 )) p wherein p is 0 or 1 and W° is selected 

41 

from the group consisting of O, S, ai^d N(R ); 

15 R 41 and R 42 are independently hydrido or alkyl; 

Q is phenyl or a heteroaryl of 5 Or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

9 \ 

ring to Z° is optionally substituted by R , tt^e other carbon adjacent to the 
carbon at the point of attachment is optionall&substituted by R , a carbon 



2 0 adjacent to R and two atoms from thi 



10 



optionally substituted by R , a carbon a 



.the point of attachment is 

^ ^ and two atoms from the 
12 



carbon at the point of attachment is optionall>^bstta&ted by R , and any 
carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 \ with the 
proviso that Q is other than a phenyl when Z° is a bond; 
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v Y° is phenyl or a heteroaryl of 5 or 6 ring members, wherein one carbon 

\ s 
of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 

\ s 
contiguous atoms from the point of attachment of Q to the phenyl or 

heteroaryl ring\> substituted by Q b , a carbon adjacent to the point of 

s \ 17 
attachment of Q i\optionally substituted by R , another carbon adjacent to 

\ s 18 
the point of attachment of Q is optionally substituted by R , a carbon 

adjacent to Q b is optionally substituted by R 16 , and another carbon adjacent to 

b V T.1 9 

Q is optionally substituted\by R ; 

16 17 18 i9 
R , R , R , and R \ are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl,\aloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

R 16 or R 19 is optionally NR 2 \ 21 or CCNR^NR^R 24 , with the 

proviso that R 16 , R 19 , and Q b are not sin^iltaneously hydrido; 

h \ 20 21 

Q is selected from the group consisting of NR R , hydrido, and 

25 23 24 \ 20 21 

C(NR )NR R , with the proviso that no more than one of R andR is 



hydroxy at the same time and with theliWthertk&viso that no more than one of R 
24 

and R is hydroxy at the same time; 

sleeted from the group 

consisting of hydrido, alkyl, and hydroxy; 

Q S is selected from the group consisting of a bonii, CH 2 , and 

CH2CH2* 



23 



R 20 , R 21 , R 23 , R 24 and R 25 are indepS 
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26. Compound of Claim 25 or a phannaceutically acceptable salt thereof, 
wherein; 

B iXselected from the group consisting of cyclopropyl, cyclobutyl, 
oxetan-3-yl, &zetidin-l-yl, azetidin-2-yl, azetidin-3-yl, thiaetan-3-yl, cyclopentyl, 
cyclohexyl, ndtbornyl, 7-oxabicyclo[2.2.1]heptan-2-yl, 
bicyclo[3.1.0]h^an-6-yl, cycloheptyl, 2-morpholinyl, 3-morpholinyl, 
^morpholinyl, P&perazinyl, 2-piperazinyl, 1-piperidinyl, 2-piperidinyl, 
3-piperidinyl, 4~pi0eridinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 
2-dioxanyl, 4H-2~pytanyi, 4H-3-pyranyl, 4H-4-pyranyl, 4H-pyran-4-one-2-yl, 
4H-pyran-4-one-3-yl,V-tetrahydrofuranyl, 3-tetrahydrofuranyl, 
2-tetrahydropyranyl, 3-tetrahydropyranyl, 4-tetrahydropyranyl, 
2-tetrahydrothienyl, and 3-tetrahydrothienyl, wherein each ring carbon is 

\ 33 

optionally substituted with>R , ring carbons and a nitrogen adjacent to the 

\ 9 
carbon atom at the point of af^chment are optionally substituted with R or 

R , a ring carbon or nitrogen ^djacent to the R position and two atoms from 

the point of attachment is option^ly substituted with R , and a ring carbon or 

13 \ 

nitrogen adjacent to the R positic^ and two atoms from the point of 

v 12 

attachment is optionally substituted with R ; 

ttly selected from the group consisting 
of hydrido, amidino, guanidino, carboxy Wthyl, ethyl, propyl, isopropyl, 



R 9 , R 1 1 , and R 13 are indepenc 



methoxy, ethoxy, isopropoxy, propoxy, h; 
N,N-dimethylamino, N-ethylamino, rifc^Jtiylfc 
trifluoromethyl, pentafluoroethyl, 2 
2,2333-pentafluoropropyi, trifluordi 
chloro, bromo, methanesulfonamido, a 
N,N-dimethylamidosulfonyl, hydroxymeth 



Dxy, amino, N-methylamino, 
io, ethylthio, isopropylthio, 
^roethyl, 

:,2-tetrafluoroethoxy, fluoro, 
lethylamidosulfonyl, 
^xy ethyl, 2-hydroxyethyl, 



2,2,2-trifluoro- 1-hydroxyethyl, amidocarbonyl^-yethylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R 10 and R 12 are independently selected fro A the group consisting of 
hydrido, amidino, guanidino, carboxy, carboxy methyl, Aethyl, ethyl, propyl, 
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isoproW methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoefhyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
5 N,N-dimethykmidosulfonyl, hydroxy methyl, 1-hydroxyethyl, 2-hydroxy ethyl, 
2,2,2-trifluoroVhydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl,W-methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocztfbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N<3-fluorobenzyl)^docarbon^ 

1 0 N-( l-phenylethyl)amWarbonyl, N-( 1 -methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulf onyk N-(2-chlorobenzyl)amidosulfonyl , 
N-ethylamidocarbonyl, Nrisopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylanudcK;arbonyl,>NK2-butyl)amidocarbonyl, 
N-cyclobuty lamidocarbonyK N-cyclopenty lamidocarbonyl , 

1 5 N-cyclohexylamidocarbonyl, «uoro, chloro, bromo, cyano, cyclobutoxy , 
cyclohexoxy, cyclohexylmeth<W 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyl, benzyloxyL 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenz\loxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4-Woxyphenamino, 3-chlorobenzyl, 

2 0 4-chlorophenoxy , 4-chloro-3-ethylpHenoxy , 4-chloro-3-ethylbenzylamino, 

4- chloro-3-ethylphenylamino, 3-cWoiWnzyloxy, 4-chlorobenzyloxy, 
4-chlorobenzylsulfonyl, 4-cMorophenyramino, 4-chlorophenylsulfonyl, 
Schloropyrid-3-yloxy, 2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difl\G^^lW, 2,5-difluorobenzyloxy, 

25 ,5-difluorophenoxy, 3>difluorc^^^^^difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-dffluoropi^i^^ 

3.5- dimethylphenoxy,3,4-dimethylph<^ 

3,5-dimethylbenzyloxy, 4-ethoxyphenoxy\4-ethM^erfzyloxy, 3-ethylphenoxy, 
4-ethylaminophenoxy,3-ethyl-5-methylphenoxy,Vfluorobenzyloxy, 

30 2-fluoro-3-trifluoromethylbenzytoxy, 3-fluoro-5-trilfluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifl\ioromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluorbmethylphenoxy, 
2-fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro^trifluoromethylphenoxy, 
4-isopropylbenzyIoxy, 3-isopropylphenoxy, 4-isopropylpfhenoxy, 

35 4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isWopylphenoxy, 
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4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyIoxy, 
3 -trifluoromethoxyphenoxy , 4-trifluoromethoxy phenoxy , 
3-trifluoromMhylbenzyloxy, 4-trifluoromethylbenzyloxy, 

2.4- bis-trifluofomethylbenzyloxy, 3-trifluoromethylbenzyl, 

3 .5- bis-trifluorobie?thylbenzyloxy , 4-trifluoromethylphenoxy , 

3- trifluoromethyMienoxy, 3-trifluoromethylthiobenzyloxy, 

4- trifluoromethylthiobenzyloxy, 23,4-trifluorophenoxy, 23,5-trifluorophenoxy, 
3-pentafluoroethylphenoxy, 3-(l,l,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthioMienoxy; 

33 \ 

R is selected Irom the group consisting of hydrido, amidino, 

guanidino, carboxy, mettibxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamkio, acetamido, trifluoroacetamido, N-methylamino, 
dimethylamino, N-ethylaminp, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2333-pentafluoropropyl, trifluoromethoxy, 1,12^-tetrafluoroethoxy, fluoro, 
chloro, bromo, amidosulfonyl, Nrmethylamidosulfonyl, 

N,N-dimethylamidosulfonyl, hydtoxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2^-trifluoro-l -hydroxy ethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbbnyl, NJ^-dimethylamidocarbonyl, cyano, 



A is selected from the gremp consisting of a bond, NH, N(CH 3 ), 
N(OH), CH 2 , CH 3 CH, CF 3 CPL NI^^N(CH 3 )C(0), C(0)NH, 



R 1 and X° are independendy selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyaminb, aminomethyl, 1-aminoethyl, 
methylamino, dimethylamino, cyano, methyl, ethyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, methoxy, hydroxy methyl, 1-hydroxyethyl, 
2-hydroxyethyl, methoxyamino, methylthio, ethylthio, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; \ 



and (J* 5 ; 




C(0)N(CH 3 ), CH 2 CH 2 , CH 2 CH2KH2' 



CH 2 , and CF 3 CHCH 2 ; 



R 2 is Z°-Q; 



370 



C-3202 



Z°\s selected from the group consisting of a bond, O, S, NH, N(CH3), 

OCH 2 , SCHo, N(H)CH 2 , and N(CH 3 )CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyI, 3-furyl, V-pyrrolyl, 3-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 

3- pyrazolyl, 4-pyVazolyl, 2-thiazolyl, 3-isoxazolyl, 5-isoxazolyl, 2-pyridyl, 
3-pyridyl, 4-pyridw; 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 
5-pyrimidinyl, 3-pyhdazinyl, 4-pyridazinyl, and 13,5-triazin-2-yl, wherein a 
carbon adjacent to tne carbon at the point of attachment of said phenyl or 

heteroaryl ring to Z ° i\ optionally substituted by R 9 , the other carbon adjacent 

13 

10 to the carbon at the point of attachment is optionally substituted by R , a 



15 



20 



carbon adjacent to R andVwo atoms from the carbon at the point of attachment 

is optionally substituted by f^*^, a carbon adjacent to R^ and two atoms from 

12 

the carbon at the point of attac)jment is optionally substituted by R , and any 

carbon adjacent to both R*^ an<^R* 2 is optionally substituted by R 1 \ with the 

proviso that Q is other than a pheriyl when Z° is a bond; 
Y° is selected from the group consisting of: 

l.Q b .4_Q S _2-R 16 -3-R 17 -5-R 18 -6-H 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R 1 8 -3-R 19 pyridi\ie, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridin\, 2-Q b -5-Q S -3-R 16 -6-R 18 pyrazine, 



o ^ s ^ 18 e 18 A l\ 
3-Q -6-Q -2-R -5-R -4-R \pyri* 

b s 17 18 

2- Q -5-Q -4-R -6-R pyrimidine>N 

b s 16 19 

3- Q -5-Q -4-R -2-R thiophene, 2-Q -I 



.s A ^16 ^ 19 . BJ . 
-4-R -6-R pynmidine, 

-4-R thiophene, 



3 -Q b -5-Q S -4-R 16 -2-R 19 furan, 2-Q b -5-Q S -3-V 6 -4-R 17 furan, 
3.Q b .5.Q S ^.R 16 -2-R I9 pyrTole,2-Q b -5-Q S -3-R l6 -4-R 17 pyrTole, 
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10 



15 



4-Q b -2-Q\5-R 19 imidazole, 2-Q b -4-Q S -5-R 17 imidazole, 
3-Q b -5~Q S -^R 16 isoxazole, 5-Q b -3-Q S -4-R 16 isoxazole, 
2-Q b -5-Q S -4-Ry 6 pyrazole, 4-Q b -2-Q S -5-R 19 tfiiazole, and 

2-Q -5-Q -4-R >hiazole; 

16 17 \8 19 . J , , 

R , R , R A , and R are independently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, l-aminoethjd, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, athylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsuffinylWethylsulfonyl, ethylsulfonyl, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluotfDethyl, 2,2333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetxafmoroethoxy, fluoro, chloro, bromo, 
hydroxy methyl, l-hydroxyethyl\2-hydroxyethyl, and cyano; 

16 19 \_ 25 23 24 16 

R orR is optionally QJ(NR )NR R with the proviso that R , 

19 b 

R , and Q are not simultaneously\hydrido; 

b 25 23 24 

Q is C(NR )NR R or hydrido, with the proviso that no more than 

23 24 

one of R and R is hydroxy at the s^me time; 
23 24 25 

R , R , and R are independently selected from the group consisting of 



hydrido, methyl, ethyl, and hj 



20 



s \ 

Q is selected from the N 



lg of a bond, CH 2 and CH 2 CH 2 . 



27. Compound of Claim 26 or a pharma^eutib4[l&ab£eptable salt thereof, 
wherein; 

B is selected from the group consisting df cyclopropyl, cyclobutyl, 
2 5 cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yl,V2-(2R)-bicyclo[2.2. l]-heptyl, 

1- pyrrolidinyl, 1-piperidinyl, oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, 
azetidin-3-yl, 7-oxabicyclo[2.2.1]heptan-2-yl, bicyolo[3.1.0]hexan-6-yl, 

2- morpholinyl, 3-morpholinyl, 4-morpholinyl, 1-pipe^azinyl, 2-piperazinyl, 
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1- piperidinVl, 2-piperidinyl, 3-piperidinyl, 4-piperidinyl, 1-pyrrolidinyl, 

2- pyiTolidinvl, 3-pyrrolidinyl, 2-dioxanyl, 4H-2-pyranyl, 4H-3-pyranyl, 
4H^4-pyranyl\ 4H-pyran-4-one-2-yl, 4H-pyran-4-one-3-yl, 2-tetrahydrofuranyl, 

3- tetrahydrofurcuiyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 

4- tetrahydropynmyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl; 

A is selected from the group consisting of a bond, CH 2 , NHC(O), 
CH 2 CH 2 , and Ch\cH 2 CH 2 ; 

and X° are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, hydroxyamino, aminomethyl, methylamino, 
cyano, methyl, trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, 
methylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 isZ°-Q; \ 

Z° is selected from\he group consisting of a bond, O, S, NH, N(CH3), 

OCH 2 , andSCH 2 ; \ 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyd, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 
3-amino-5-benzylphenyl,3-aminb-5-(2-phenylethyl)phenyl, 
3-amino-5-benzylaminophenyl, 34amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-amtao-5-(2-phenylethoxy)phenyl, 
3-arruncK5-(N-(2-chlorobenzyl)amiaocarbonyl)phenyl, 
3-amino-5-(N-(3~fluorobenzyl)amidocarbonyl)phenyl, 
3-aminO'5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-( 1 -phenylethyl^mdocarbony l)phenyl , 
3-amino-5-(N-( 1-methyl- l-pneny^^^l)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosuKbnyI%^^, 
3-amino-5-(N-(2-cMorobenzyl)ahnd^ 
3 -ami no-5-(N-ethy 1 amidocarbony l)pnerwl A 
3-amino-S(N-isopropylamidcK:arbonyl)phenyl, 
3-amino-S(N-propylamidocarbonyl)phenyl,\ 
3-amino-5-(N-isobutylamidocarbonyl)phenyl\ 
3-amino-S(N-(2-butyl)amidocarbonyl)phenyl\ 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl\ 
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25 



3-amincK^(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-W-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-Shydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophertvl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3~aminophenyl^3-anuno-5-(4-tri 

3-amino-5-(4-triiluoromethylbenzyloxy)phenyl, 3-carboxyphenyI, 
3-carboxy-5-hydsoxy phenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cVanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2-hydroxy phenyl, 3-hydroxyphenyl, 

3- methanesulfonylammophenyl, 2-methoxy phenyl, 3-methoxyphenyl, 
3-methoxyaminophenyk 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
3-methylaminophenyl, 2^methylphenyl, 3-methylphenyl, 4-methylphenyl, 
phenyl, 3-trifluoroacetamitiophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyk 4-pyridyl, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or substituted phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 

1- Q b -4-Q S -2-R 16 -3-R 17 -5-R 1 %-R 19 benzene, 

2- Q b -5-Q S -6-R 17 -4-R I8 .3-R 19 py\jdine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyriajne, 

3-Q b -5-Q S -4-R 16 -2-R 19 thiophene,and2-Q b -5-Q S -3-R 16 -4-^ 



16 19 
R and R are independent 

hydrido, amidino, amino, aminome 
hydroxymethyl, fluoro, chloro, and cy 

16 19 25 
R orR is optionally C(NR 

19 b 

R , and Q are not simultaneously hydrido 

17 18 
R and R are independently selected 

hydrido, fluoro, chloro, hydroxy, hydroxymethyl, 

Q b is CCNR^NR^R 24 or hydrido; 




from the group consisting of 
, methylamino, hydroxy, 



with the proviso that R 



16 



m the group consisting of 
o, carboxy, and cyano; 
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23 24 25 

" , R , and R are independently hydrido or methyl; 



28. Compound^ Claim 25 of the Formula: 




10 



15 



20 



or a pharmaceutical^ acceptable salt thereof, wherein; 

B is a C3-C7 cycloalkM or a C4-C6 saturated heterocyclyl, wherein 

\ 33 
each ring carbon is optionally substituted with R , a ring carbon other than the 

ring carbon at the point of attachment of B to A is optionally substituted with 
oxo provided that no more than one ring carbon is substituted by oxo at the 
same time, ring carbons and a nitrogen adjacent to the carbon atom at the point 

\ 9 13 

of attachment are optionally substituted with R or R , a ring carbon or 

9 \ 

nitrogen adjacent to the R position andVtwo atoms from the point of attachment 

is optionally substituted with R^, a ringVarbon or nitrogen adjacent to the R^ 

position and two atoms from the c^^^attachment is optionally substituted 

12 V V\V 

with R , a ring carbon or iiitrogen i^ee^wmsJrom the point of attachment 

and adjacent to the R^ position is optiorfefcU^^ with R 1 \ a ring 

carbon or nitrogen three atoms from the poiiit of attachment and adjacent to the 

12 33 \ 

R position is optionally substituted with R , and a ring carbon or nitrogen 

\ 11 33 

four atoms from the point of attachment and adjacenflyto the R and R 

34 

positions is optionally substituted with R ; 



375 



C-3202 



iffl 



10 



15 



20 



25 



9 11 13 

R ,R ,andR are independently selected from the group consisting 

of hydriko, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfmyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 
12 

id R are independently selected from the group consisting of 

hydrido, acet^mdoThaloacetainido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, Hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyalkyl, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 
carboxyalkyl, and\cyano; 
33 34 

R and R \ are independently selected from the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkoxy, hydroxy, amino, 

alkoxyamino, alkylamino, alkylthio, amidosulfonyl, alkyl, halo, haloalkyl, 

haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, carboxamido, and cyano; 

_ 33 . . „ Yb 
R is optionally 

15 7 

A is a bond or (CH(F^ )) pa -(W )„. wherein rr is 0 or 1 , pa is an 

7 7 

integer selected from 0 through^, and W isN(R ); 
7 

R is hydrido or alkyl; 

R^ is selected from^t^gi^^consisting of hydrido, halo, alkyl, and 
haloalkyl; 

R 1 and X° are independendy sSected from the group consisting of 
hydrido, hydroxy, hydroxyamino, amidinoi amino, cyano, hydroxyalkyl, alkoxy, 
alkyl, alkylamino, aminoalkyl, alkylthio, alkoxyamino, haloalkyl, haloalkoxy, 
and halo; 

R 2 is Z°-Q; 

Z° is a bond or W°-(CH2) p wherein p is\0 or 1 and W° is selected 

from the group consisting of O, S, and N(H); 

Q is phenyl or a heteroaryl of 5 or 6 ring melnbers, wherein a carbon 
adjacent to the carbon at the point of attachment of sard phenyl or heteroaryl 
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o 9 
ring tis^ Z is optionally substituted by R , the other carbon adjacent to the 

13 

carbon aKthe point of attachment is optionally substituted by R , a carbon 
\ 9 

adjacent to R and two atoms from the carbon at the point of attachment is 
optionally sub^ituted by R^, a carbon adjacent to R^ and two atoms from the 
5 carbon at the poin^ of attachment is optionally substituted by R , and any 

carbon adjacent to btyh R^ and R^ is optionally substituted by R* \ with the 

proviso that Q is other^an a phenyl when Z° is a bond; 

Y° is phenyl or aVeteroaryl of 5 or 6 ring members, wherein one carbon 

\ s 
of said phenyl or said hetefoaryl is substituted by Q , a carbon two or three 

\ s 
1 0 contiguous atoms from the point of attachment of Q to the phenyl or 



heteroaryl ring is substituted by y , a carbon adjacent to the point of 

s \ 17 

attachment of Q is optionally substituted by R , another carbon adjacent to 

s \ 18 

the point of attachment of Q is optionally substituted by R , a carbon 

b V 16 

adjacent to Q is optionally substituted \y R , and another carbon adjacent to 

b 19 
15 Q is optionally substituted by R ; 

16 17 18 19 „ . t , jr ^ 

R , R , R , and R ar^ r^dfepj^jently selected from the group 

consisting of hydrido, amidino, guanidin^b^ftpjw/, haloalkylthio, alkoxy, 
hydroxy, amino, alkylamino, alkylthio, alK^uH«^ alkanoyl, 
haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hj(drtrxyalkyl, aminoalkyl, and 
20 cyano; 

16 19. . „ Km 20 21 ^^25^23 24 . 
R orR is optionally NR R orC(NI^ )NR R , with the 

proviso that R^, R^, and are not simultaneously tydrido; 
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b 20 21 

V Q is selected from the group consisting of NR R , hydrido, and 

^* 23 24 
C(NR )NR R ; 

20v 21 23 24 25 
R Nfl ,R , R , andR are independently hydrido or alkyl; 

Q s is C^ 2 - 



29. Compound of C^aim 28 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected fr&m the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, icycloheptyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
10 oxetan-3-yl, azetidin-l-yl,Vzetidin-2-yl, azetidin-3-yl, bicyclo[3.1.0]hexan-6-yl, 
2-morpholinyl, 3-morpholinVl, 4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 

1- piperidinyl, 2-piperidinyl,3\piperidinyl,4-piperidinyl, 1-pyrrolidinyl, 

2- pyrrolidinyl, 3-pyrrolidinyl, 2^dioxanyl, 2-tetrahydrofuranyl, 

3- tetrahydrofuranyl, 2-tetrahydrdpyranyl, 3-tetrahydropyranyl, 
15 4-tetrahydropyranyl, 2-tetrahydrotl^enyl, and 3-tetrahydrothienyl, wherein each 

33 

ring carbon is optionally substituted with R , ring carbons and a nitrogen 

adjacent to the carbon atom at the point of attachment are optionally substituted 

9 13 \ 9 

with R or R , a ring carbon or nitroge^ adjacent to the R position and two 

10 

atoms from the point of attachment are optionally substituted with R , and a 

.13 



position and two atoms from 
tfh R ; 



2 0 ring carbon or nitrogen atom adjace 

the point of attachment is optionally suk 
9 11 13 

R , R , and R are independentl^el^ct^i ft^m the group consisting 

of hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy ,\amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentarfluoroethyi, 
2 5 2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonj 

N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, h^droxymethyl, 
1 -hydroxy ethyl, amidocarbonyl, N-methylamidocarbonyl Aarboxy, and cyano; 
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R\ and R are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamiaocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluoroben^l)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N-( 1-phenylethymmidocarbonyl, N-( 1 -methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosy^onyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonVl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cycIobutylamidocarbbnyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, lr hydroxy ethyl, 2-hydroxy ethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroaoetamido, aminomethyl, N-methylamino, 
dimethylamino, methoxyamino\ amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonyl, me\hanesulfonamido, methoxy carbonyl, fluoro, 
chloro, bromo, and cyano; \ 

33 \ 
R is selected from the group consisting of hydrido, amidino, 

guanidino, methyl, ethyl, methoxy, etnpxy, hydroxy, amino, N-methylamino, 
dimethylamino, methoxyamino, methyitiiio, ethylthio, trifluoromethyl, 
pentafluoroethyl, 2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, N- 

methyl amidosulfonyl, hydroxymethyl, amldocarbonyl, carboxy, cyano, and Q b ; 

A is selected from the gr^p^o^sAng of a bond, NH, N(CH3), CH 2 , 
CH3CH, CH 2 CH 2 , and CH 2 CH 2 CH^\x^^ 

X° is selected from the group consistinAof hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, chloro, 
and fluoro; \ 

R 1 is selected from the group consisting of nvdrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, methylthio, trifluoromethoxy\fluoro, and chloro; 
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Z° is\elected from the group consisting of a bond, O, S, NH, OCH 2 , 

SCH 2 , and N(H)CH 2 ; 

Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 

2-pyrrolyl, 2-imidaWyl, 2-thiazolyl, 3-isoxazoIyl, 2-pyridyl, and 3-pyridyl, 

wherein a carbon adjacent to the carbon at the point of attachment of said 

o 9 
phenyl or heteroaryl ting to Z is optionally substituted by R , the other carbon 

adjacent to the carbon akthe point of attachment is optionally substituted by 

13 V 9 

R , a carbon adjacent to ^ and two atoms from the carbon at the point of 

attachment is optionally substituted by R^, a carbon adjacent to R^ and two 

1 0 atoms from the carbon at the noint of attachment is optionally substituted by 

12 \ 10 12 

R , and any carbon adjacent t^both R and R is optionally substituted by 

R* \ with the proviso that Q is other than a phenyl when Z° is a bond; 

Y° is selected from the group consisting of: 

, 3 A s „ 16 0 17 e 18 ^ \ 19^ 
1-Q -4-Q -2-R -3-R -5-R -6-R benzene, 



15 2-Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridA 



20 



le, 2-Q b -5-Q S -3-R l6 -4-R 17 thiophene, 



b s 16 18 19 \ b s 16 19 

3-Q _6-Q -2-R -5-R -4-R pyridin^ 3-Q -5-Q -4-R -2-R thiophene, 

3-Q b -5-Q S -4^R 16 -2-R 19 furan, 2-Q b -5-Q\-3-R 16 -4-R 17 furan, 



^ h ^ s A 16 _ 19 

3- Q -5-Q -4-R -2-R pyrrolef 

b s 19 

4- Q -2-Q -5-R thiazole, and 2~d 

n 16 n 17 n 18 19 
R , R , R , and R are it 



-5-Q^ 



^ A ^17 
-3-R -4-R pyrrole, 



17 



thiazole; 



elected from the group 

consisting of hydrido, methyl, ethyl, amidino, guaiiidinp, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, Np-methylamino, 
dimethylamino, methylthio, ethylthio, trifluoromethykhio, methylsulfinyl, 
methylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
25 trifluoromethoxy, fluoro, chloro, hydroxy methyl, carboxy, and cyano; 
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kD isNR R orC(NR )NR R ; 

2& 21 23 24 25 
R \R , R , R , and R are independently selected from the group 

consisting of f^ydrido, methyl, and ethyl; 

Q S isC%. 



10 



15 



20 



25 



30. Compound of (^laim 29 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyi, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, oxetan-3-yl, 
azetidin-l-yl, azetidin-2\yl, azetidin-3-yl, 1-pyrrolidinyl and 1-piperidinyl; 

A is selected from\the group consisting of a bond, CH2, CH2CH2 and 
CH2CH2CH2; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, ir^ethyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R* is selected from the grdup consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethy^ cyano, methyl, trifluoromethyl, and 
fluoro; 

R 2 isZ°-Q; 

Z° is selected from the group coiisisting of a bond, O, S, NH, and 



gof 

nyl-5-aminophenyl, 



30 



OCH 2 ; 

Q is selected from the grou 
3-amidocarbonyl-5-aminophenyl, 3- 
3-amino-5-(N-benzylamidocarbonyl)pK 
3-amino-5-(N-(2-chlorobenzyl)amidocarb 
3-amino-5-(N-(3-fluorobenzyl)amidocarbo: 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarb6nyl)phenyK 
3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyl> 
3-amino-5-(N-( 1-methyl- l-phenylethyl)amidocarbony^)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
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3-aikino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-ammo-5-(N-ethylamidocarbonyl)phenyl, 
3-aininV5-(N-isopropylamidocarbonyl)phenyi, 
3-amino^(N-propylamidocarbonyl)phenyl, 
3-amino-^(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-CN-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(I^-c^felobutylamidocarbonyI)phenyl, 
3-arruno-5-(NWclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydrofcymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl,$-aixtino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 
3-carboxy-5-hydroxw>henyl, 3-carboxymethyl-5-aminophenyl, 
3-carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyU 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyI, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxy phenyl, 

3- methoxyphenyI, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 

4- methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-byridyl, 2-thienyl, and 3-thienyl, with the 

proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 
Y° is selected fron^Ae grofap consisting of: 

1- Q b -4-Q S -2-R 16 -3-R 17 -^R^^ 19 benzene, 

2- Q b -5-Q S -6-R 17 -4^R I8 -3-R\ pym 

3- Q b 6-Q s -2-R 16 -S-R 18 -4-R 19 E 



3-Q b -5-Q S -4-R 16 -2-R 19 thiophene, and 2\ 

16 19 
R and R are independently : 



? b -5-Q S -3-R 16 -4-R 17 thiophene; 



:ted from the group consisting of 

hydrido, amidino, amino, aminomethyl, methdxy, methylamino, hydroxy, 
hydroxymethyl, fluoro, chioro, and cyano; 
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17 18 

and R are independently selected from the group consisting of 

hydrido, Auoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

b\ 25 23 24 

Q D fteC(NR )NR R ; 

23 A24 25 
R , FOv and R are independently hydrido or methyl; 



Q is CI 



31. Compound of Clpm 30 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected frbm the group consisting of cyclopropyl, cyclobutyl, 
1 0 cyclopentyl, cyclohexyl\oxalan-2-yl, 2-(2R)-bicyclo[2.2. l]-heptyl, oxetan-3-yl, 
azetidin-l-yl, azetidin-2-yL azetidin-3-yl, and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH2, CH2CH2 and 
CH2CH2CH2; 

X° is selected from the group consisting of hydrido, hydroxy, amino, 
15 amidino, arninomethyl, cyano, metjiyl, trifluoromethyl, hydroxymethyl, and 
fluoro; 

R 1 is selected from the groupi consisting of hydrido, hydroxy, 
hydroxymethyl, amino, arninomethyl, oyano, methyl, trifluoromethyl, and 
fluoro; 

20 R 2 isZ°-Q; 

Z° is selected from the group consisting of a bond, O, and S, NH; 

Q is selected from the group consisting of 

3-amidocarbonyl-5-aminophenyl, 3-amiho^^N-benzylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-cWorobenzyl)amidcK:ai^ol^i^^^yl, 
2 5 3-amino-5-(N-(3-fluorobenzyI)amidocarbc 

3-amino-5-(N-(2-trifluoromethylbenzy 

3-amino-5-(N-(l-phenylethyl)amidocarbonyl)phenyI) 

3-amino-5-(N-( 1 -methyl- 1 -phenylethyl)amidocarbonytypheny 1 , 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 
30 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
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3-amincA^(N-ethylamidocarbonyl)phenyl, 

3-amin<>^N-isopropylamidcx:arbonyl)phenyl, 

3-amino-5-(N-propyIamidocarbonyl)phenyU 

3-amino-5-(I^sobutylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cymobutylamidocarbonyl)phenyl, 

3-amino-5-(N-C)?fel©pentylamidocarbonyl)phenyl, 

3-amin<>5-(N-cyclokexylamidocarbonyl)phenyl, 3-aminophenyl, 

3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 

3-dimethylaminophenyL 3 -hydroxy phenyl, 3-methanesulfonylaminophenyl, 

3-methylaminophenyl, 2Wethylphenyl, 3-methylphenyl, phenyl, 

3- trifluoroacetamidophenVl, 3-bromo-2~thienyl, 2-thienyl, and 3-thienyl, with 

the proviso that Q is other qian a phenyl or a substituted phenyl when Z° is a 
bond; 

Y° is selected from theygroup consisting of 5-amidino-2-thienylmethyl, 

4- amidinobenzyl, 2-fluoro-4-airddinobenzyl, and 3-fluoro-4-amdinobenzyl. 

32. A compound as recited in Clailpi 25 where said compound is selected from 
the group of the Formula: 




O 



0 



vW-herein; 



or a pharmaceutical^ acceptable sal\th 

2 w 
R is 3-aminophenoxy, B is cye^opn^py^A is single bond, Y is 4- 

amidinobenzyl, is aminomethyl, and X^§jky<m^p; 

2 -vv\ 0 

R is 3-aminophenoxy, B is cyclobutyl, A i$ single bond, Y is 4~amidino- 

2-fluorobenzyl, R^ is aminomethyl, and X° is hydri^p; 
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Tied 1 



i-a. 



15 



25 



is 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobekzyl, is aminomethyl, and X° is hydrido; 

2 \ 0 
R is^J-aminophenoxy, B is cyclopropyl, A is single bond, Y is 4-amidino- 

2- fluorobenzylXR 1 is aminomethyl, and X° is hydrido; 

2 \ 0 
R is 3-$ipinophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R x \is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminbphenoxy, B is cyclobutyl, A is single bond, Y is 4-amidino- 

3- fluorobenzyl, R^" is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenoxy, B is cyclopentyl, A is single bond, Y is 4- 



1 0 amidinobenzyl, R* is 



^methyl, and X° is hydrido; 



R is 3-aminophenoxy, B is cyclopropyl, A is CH 2 , is 4-amidinobenzyl, 

R 1 is aminomethyl, and X° is\hydrido; 

2 \ 
R is 3-aminophenoxy,>B is 2-(2R)-bicyclo[2.2.1]-heptyl, A is single bond, 

Y° is 4-amidinobenzyl, R*^ is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenoxy, B is\cyclopentyl, A is single bond, Y is 4-amidino- 

2-fluorobenzyl, R 1 is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenoxy, B is cyoiohexyl, A is CH 2 CH2, Y is 4- 



amidinobenzyl, R is aminomethyl, and ] 

2 ( 
R is 2-hydroxyphenoxj 

20 amidinobenzyl, R* is aminomethyl 



^° is hydrido; 
^butyl, A is single bond, Y" is 4- 

Jiydrido; 



le bond, Y° is 4-amidinobenzyl, R^ 



R is phenoxy, B is cyclobutyl, A is^ 

is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 2,6-dichlorophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydndo; 

2 \ 0 

R is 3-aminophenoxy, B is cyclopropyl, A is^single bond, Y is 4- 

amidinobenzyl, R 1 is chloro, and X° is hydrido; 
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10 



R z rs 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4-amidino- 
2-fluorobenzylKR 1 is chloro, and X° is hydrido; 

7 \ 0 

R is 3-aininophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^Ms chloro, and X° is hydrido; 

7 \ 0 

R is 3-^gpLinbphenoxy, B is cyclopropyl, A is single bond, Y is 4-amidino- 

2- fluorobenzyl, R* is chloro, and X° is hydrido; 

2 \ 0 • 

R is 3-aminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R^ is chloro, and X° is hydrido; 

7 \ 0 

R is 3-aminopheno^y, B is cyclobutyl, A is single bond, Y is 4-amidino- 

3- fluorobenzyl, R 1 is chloro, Vnd X° is hydrido; 

7 \ 0 

R is 3-aminophenoxy ,uB is cyclopentyl, A is single bond, Y is 4- 



amidinobenzyl, R is chloro, ancnX is hydrido; 

R 2 is 3-aminophenoxy, b\s cyclopropyl, A is CH2, Y° is 4-amidinobenzyl, 

R* is chloro, and X° is hydrido; 

7 A 

15 R is 3-aminophenoxy, B is 3r(2R)-bicyclo[2.2.1]-heptyl, A is single bond, 

Y° is 4-amidinobenzyl, R 1 is chloro, an^ X° is hydrido; 

R* is 3-aminophenoxy, B \ 

2-fluorobenzyl, R* is chloro, and 



25 



0 . 



Kclopentyl, A is single bond, Y is 4-amidino 



ido; 



7 

R is 3-aminophenoxy, B is cyclos 
20 amidinobenzyl, R* is chloro, and X° is nydj) 



isCH 2 CH 2 ,Y u is4- 



R is 2-hydroxyphenoxy, B is cyclobutyl^A is single bond, Y is 4- 



.1 ; 



amidinobenzyl, R x is chloro, and X° is hydrido 1 

7 \ 0 • 1 

R is phenoxy, B is cyclobutyl, A is singly bond, Y is 4-amidinobenzyl, R 

is chloro, and X° is hydrido; 

7 \ 0 

R^ is 2,6-dichlorophenoxy, B is cyclobutyl,^ is single bond, Y is 4- 
amidinobenzyl, R 1 is chloro, and X° is hydrido; 
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R i^-amidocarbonyl-5-aminophenoxy, B is cyclobutyl, A is single bond, 

Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 
2 \ 

R is 3-amino-5-(N-benzyIamidocarbonyl)phenoxy, B is cyclobutyl, A is 
single bond, Y° is ^amidinobenzyl, R"*" is chloro, and X° is hydrido; 

R is 3-ag^oV5-(N-(2-chlorobenzyl)amidocarbonyl)phenoxy, B is 
cyclobutyl, A is single bbnd, Y° is 4-amidinobenzyl, R^ is chloro, and X° is 

hydrido; \ 

2 \ 
R is 3-amino-5-(NY2-chlorobenzyl)amidosulfonyl)phenoxy, B is 

cyclobutyl, A is single bond, V? is 4-amidinobenzyl, R* is chloro, and X° is 
hydrido; \ 

2 \n 

R is 3-anMno-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenoxy, B 
is cyclobutyl, A is single bond, Y° i\ 4-amidinobenzyl, R 1 is chloro, and X° is 

hydrido; \ 

2 \ 0 

R is 3,5-diaminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R* is chloro, and X° is lwdrido; 

2 \ 0 

R is S-amino-S-carboxyphenoxy,^ is cyclobutyl, A is single bond, Y is 

4-amidinobenzyl, R* is chloro, and X° is hydrido; 

2 \ 
R is 3-amidocarbonyl-Samm^ghenoxy, B is cyclobutyl, A is single bond, 

Y° is 4-amidinobenzyl, R 1 is hydricfe^andxS iis hydrido; 

2 \ \ 

R is 3-a^uno-5-(N-benzylaII^do^^ B is cyclobutyl, A is 

single bond, Y° is 4-amidinobenzyl, R^" i^h^radb^nH^ 0 is hydrido; 

2 \ 
R is 3-amino-5-(N-(2-chlorobenzyl)amidooarbonyl)phenoxy, B is 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, I^" is hydrido, and X° is 

hydrido; \ 

2 \ 
R is 3-amino-5-(N-(2-chlorobenzyl)amidosulfohyl)phenoxy, B is 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, is hydrido, and X° is 
hydrido; \ 



387 



C-3202 




cn 



10 



15 



20 



R 2 isy-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbony B is 

cyclobutyl, A is\single bond, Y° is 4-amidinobenzyl, R* is hydrido, and X° is 
hydrido; 

R is 3,5-diaminophenoxy, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R* rs hydrido, and X° is hydrido; 

9 \ 0 

R is 3-amin<\-5-carboxyphenoxy, B is cyclobutyl, A is single bond, Y 

is 4-amidinobenzyl, R*\is hydrido, and X° is hydrido; 

R 2 is 3-amidocaW>nyl-5-aminophenylthio, B is cyclobutyl, A is single 
bond, Y° is 4-amidinobenzvl, is chloro, and X° is hydrido; 

R 2 is 3-amino-5-(Ny>enzylamidocarbonyl)phenylthio, B is cyclobutyl, A is 
single bond, Y° is 4-amidinoBenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amino-5-(NK2Vhlorobenzyl)amidocarbonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° 1^ 4-amidinobenzyl, R 1 is chloro, and X° is 
hydrido; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosiilfonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-apiidinobenzyl, R* is chloro, and X° is 
hydrido; 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 



is cyclobutyl, A is single bond, Y 
hydrido; 

R is3,5-diaminophenylthic 



idinobenzyl, R is chloro, and X° is 



ityl, A is single bond, Y is 4- 



25 



amidinobenzyl, R is chloro, and X is nydriao; 

o \ \ o 

is 3-amino-Scarboxyphenylthio, B\is cyclobutyl, A is single bond, Y is 

4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amidocarbonyl-5-aminophenyltJirp, B is cyclobutyl, A is single 
bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
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20 



is 3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is cyclobutyl, A is 
single bond,Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
2 

R is 3\amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenylthio, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° 
hydrido; 



is 



R is 3-aminb-5-(N-(2-chlorobenzyl)amidosulfonyl)phenylthio, B is 
cyclobutyl, A is singlel^ond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is 
hydrido; 

R is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenylthio, B 
10 is cyclobutyl, A is single bol^d, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is 
hydrido; 

R 2 is 3,5-diaminophenVlthio, B is cyclobutyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is hydrido, arid X° is hydrido; 

2 \ 
R is 3-amino-5-carboxyphenylthio, B is cyclobutyl, A is single bond, 

15 Y° is 4-amidinobenzyl, R* is hydrido, and X° is hydrido; 

2 \ 
R is 3-amidocarbonyl-5-aminp-2-thienyl, B is cyclobutyl, A is single bond, 

Y° is 4-amidinobenzyl, R 1 is chloro, anii X° is hydrido; 

2 \ 
R is 3-amino-5-(N-benzylamidocarbonyl)-2-thienyl, B is cyclobutyl, A is 



,0 . 



loro, and X° is hydrido; 

idocarbonyl)-2-thienyl, B is 
dihofifenzj^R 1 is chloro, and X° is 



single bond, Y is 4-amidinobenzyl: 

R 2 is 3-amino-5-(N-(2-chlc 
cyclobutyl, A is single bond, Y° is 4-s 
hydrido; 

2 

R is 3-amino-5-(N-(2-chIorobenzyl)amkiosuIfonyl)-2-thienyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidinobenzy^, R 1 is chloro, and X° is 
25 hydrido; 

2 

R is 3-amino-5-(N-(2-trifluoromethylbenzyMamidocarbonyI)-2-thienyl, B 
is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl Aji 1 is chloro, and X° is 
hydrido; 
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R^sis 3,5-diamino-2-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyk R 1 is chloro, and X° is hydrido; 

R 2 is 3-aknino-5-carboxy-2-thienyl, B is cyclobutyl, A is single bond, Y° is 

4-amidinobenzyl, R\ is chloro, and X° is hydrido; 
2 \ 

5 R is 3-gypidoQarbonyl-5-amino-2-thienyl, B is cyclobutyl, A is single bond, 

Y° is 4-amidinobenzyl, R^- is hydrido, and X° is hydrido; 
2 v 

R is 3-amino-5-(Nrbenzylamidocarbonyl)-2-thienyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinoBenzyl, R 1 is hydrido, and X° is hydrido; 

2 \ 
R is 3-amino-5-(NK2-chlorobenzyl)amidocarbonyl)-2-thienyl, B is 

10 cyclobutyl, A is single bond, Y° is\4-amidinobenzyl, R 1 is hydrido, and X° is 
hydrido; 

2 \ 
R is 3-aniino-5^N-(2-cUor0benzyl)aiiiidosulfonyl)-2-thienyl, B is 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is 
hydrido; \ 

R 2 is 3-amino-5-(N-(2-trifluoromeAylbenzyl)amidocarbonyl)-2-thienyl, B 



15 



20 



is cyclobutyl, A is single bond, Y\i\ 
hydrido; 

.2: 



obenzyl, R 1 is hydrido, and X° is 



R is 3,5-diamino-2-thienyl, BXj^ch^^^l, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido** 

2 • \ 
R is 3-amino-5-carboxy-2-thienyl, B is cyclobutyl, A is single bond, 



Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydlddo 



25 
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33. Compound of Claim 2 of the Formula: 



15 



20 




or a pharmaceutically acceptable salt thereof, wherein; 

B is phenyl or a neteroaryl of 5 or 6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

\ 32 

ring to A is optionally substituted by R , the other carbon adjacent to the 

36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atomsYrom the carbon at the point of attachment is 

33 \ 36 
optionally substituted by R , a i^arbon adjacent to R and two atoms from the 

35 

1 0 carbon at the point of attachment is\optionally substituted by R , and any 

33 35 34 
carbon adjacent to both R and R Nis optionally substituted by R 



32 33 34 35 
R , R , R , R 




independendy selected from the 

oacetamido, amidino, guanidino, 
lamino, alkylthio, amidosulfonyl, 
hydroxy haloalkyl, carboalkoxy, 



group consisting of hydrido, 
alkoxy, hydroxy, amino, alkoxy) 
alkyl, halo, haloalkyl, haloalkoxy 

car boxy, carboxamido, cyano, and 

B is optionally selected from the groudcoiisisting of hydrido, C2-C8 
alkyl, C3-C8 alkenyl, C3-C8 alkynyl, and C2-G8 haloalkyl, wherein each 
member of group B is optionally substituted at any carbon up to and including 
6 atoms from the point of attachment of B to A wi^h one or more of the group 

.^32 33 34 35 J 36 
consisting of R , R , R , R , and R ; 
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B \s a C3-C7 cycloalkyl or C4-C6 saturated heterocyclyl, wherein each 

\ 33 
ring carbon \s optionally substituted with R , a ring carbon other than the ring 

carbon at the ©pint of attachment of B to A is optionally substituted with oxo 
provided that nb more than one ring carbon is substituted by oxo at the same 
time, ring carbons and nitrogen adjacent to the carbon atom at the point of 

\ 9 13 

attachment are optionally substituted with R or R ,a ring carbon or nitrogen 

9 \ 

adjacent to the R position and two atoms from the point of attachment is 

\ 10 13 
optionally substituted wuh R , a ring carbon or nitrogen adjacent to the R 

position and two atoms from the point of attachment is optionally substituted 

12 \ 
with R , a ring carbon or nitrogen three atoms from the point of attachment 

. t ^10 \ . . „ L . J .^11 

and adjacent to the R position is optionally substituted with R , a nng 

carbon or nitrogen three atoms from the point of attachment and adjacent to the 

12 A 33 

R position is optionally substituted with R , and a ring carbon or nitrogen 

- r A , t_ ,^33 

four atoms from the point of attachment and adjacent to the R and R 

\ 34 

positions is optionally substituted with R ; 

9 11 13 \ 

R , R , and R are independently selected from the group consisting 

of hydrido, hydroxy, amino, amidin&^uamdino, alkylamino, alkylthio, 
alkylsulfonamido, alkylsulfinyl\aH^l^^iwl, amidosulfonyl, alkyl, alkoxy, 
halo, haloalkyl, haloalkoxy, hydr^y^kyK nydroxyhaloalkyl, carboxy, 
carboxamido, and cyano; \\ y\\ >v 

R and R are independently s^ecteusfrom the group consisting of 

hydrido, acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, 
cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloxy\ heteroaralkoxy, 
heterocyclyloxy, heterocyclylalkoxy, hydroxy, amino, alkoxyamino, alkylamino, 
arylamino, aralkylamino, heteroarylamino, heteroaralkylamino, 
heterocyclylamino, heterocyclylalkylamino, alkylsulfonamido, amidosulfonyl, 
arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, arylsulfonyl, 
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aralkylsulfonyl, cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, 
hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, 
carboxam^lo, halo, haloalkyl, and cyano; 

x 15 7 

A is \bond or (CH(R ))p a -(W ) rr wherein rr is 0 or 1, pa is an 

7 7 7 
integer selected^rom 0 through 3, and W is (R )NC(0) or N(R ); 

7 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15 

R is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

is selected from the group consisting of hydrido, alkyl, cyano, halo, 

1 0 haloalkyl, haloalkoxy, amino, aminoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino, thiol, and alkylthio; 

W, X, Y* and Z are independently selected from the group consisting of 

C(R 9 ), C(R 10 ), QR 11 ), C(R 12 )V, N(R 10 ), O, S and a bond with the proviso 

that one of W, X, Y, and Z is independently selected to be a bond when one of 
15 W, X, Y, and Z is O or with the fiu^her proviso that no more than one of W, 
X, Y, and Z is optionally O or S, and with the additional proviso that no more 

\ 10 
than three of W, X, Y, and Z are optionally N or N(R ); 

Y° is phenyl or a heteroai^t^5 or o ring members, wherein one carbon 

\ § 

of said phenyl or said heteroaryl isN^ubS^^^by Q , a carbon two or three 

s 

2 0 contiguous atoms from the point of atta^hnjei^t o\Q^ to the phenyl or 

heteroaryl ring is substituted by Q*\ a carbonadjad^nt-t& the point of 

s 17 
attachment of Q is optionally substituted by R , anbther carbon adjacent to 

s \ 18 

the point of attachment of Q is optionally substituted b \ R , a carbon 

b 16 
adjacent to Q is optionally substituted by R , and another carbon adjacent to 

b 19 
25 Q is optionally substituted by R ; 
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R* JK^, R^, and R^ are independently selected from the group 

consisting of hytfrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, kkylamino, alkylthio, alkylsulfmyl, alkylsulfonyl, alkanoyl, 
haloalkanoyl, alkyl\jialo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

R^ or R^ is optionally selected from the group consisting of 
NR 2 °R 21 , N(R 26 )C(NR\ )N(R 23 )(R 24 ), and QNR^NR^R 24 , with the 

proviso that R^, R^, and (X are not simultaneously hydrido; 

b \ 20 21 

Q is selected from the group consisting of NR R , hydrido, 

25 23 24 26 \ 25 23 24 

C(NR )NR R ,andN(R )C\NR )N(R )(R ), with the proviso that 

20 21 x 

no more than one of R and R is hydroxy at the same time and with the 

, 23 24 

further proviso that no more than one of K and R is hydroxy at the same 



time; 



20 21 23 24 25 ^26 , . J J , 
R , R , R , R , R , and R ate independently selected from the 



group consisting of hydrido, alkyl, and hydroxy; 

s \ 
Q is selected from the group consisting of a bond, CHLj, and 

CH2CH2* 

34. Compound of Claim 33 or a pharmaceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of j^enyl\ 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2-imidazol^4-hmkazoIyl, 

3- pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl\Sf$ox^^l, 2-pyridyl, 
3-pyridyl, 4-pyridyl, 2-pyrazinyl, 2-pyrimidinyl, 4-jWir 
5-pyrimidinyl, 3-pyridazinyl, 4-pyridazinyl, and 13,5-ma^-2W>wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

32 

heteroaryl ring to A is optionally substituted by R , the other cakbon adjacent 
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# 



;the carbon at the point of attachment is optionally substituted by R 



36 



.32 



carbW adjacent to R and two atoms from the carbon at the point of 



attach 



snt is optionally substituted by R 33 , a carbon adjacent to R 36 and two 
atoms fror 

35 \ 33 3^ 

R , and an^carbon adjacent to both R and R is optionally substituted by 



i the carbon at the point of attachment is optionally substituted by 



R 



34 



D 32 33 \ 34 35 36 

> K -*v ,R ,andR are independently selected from the 

group consisting of hWrido, amidino, guanidino, carboxy, methoxy, ethoxy, 
isopropoxy, propoxy, hydroxy, amino, methoxyamino, ethoxyamino, 
acetamido, trifluoroacetamido, N-methylamino, dimethylamino, N-ethylamino, 
roethylthio, ethylthio, isoprtoylthio, trifluoromethyl, peatafiuorQethyi, 
2,2,2-trifiuoroethyl, 2,2333-fcentafIuoropropyl, trifluoromethoxy, 
1,1,2,2-tetrafluoroethoxy, fluorcX chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylarnidosulfonyl, hydroxymethyl, 

1- hydroxyethyl, 2-hydroxy ethyl, 2,V2-trifluoro-l-hydroxyethyl, 
methoxycarbonyl, ethoxycarbonyl, arnidocarbonyl, N-methylamidocarbonyl, 
N J^-dimethylamidocarbQnyl, cyauo, au\Q b ; 

B is optionally selected from the gk>up consisting of hydrido, ethyl, 
2^propenyl, 2-propynyl, propyl, isopropyl, bhtyl, 2-butenyl, 3-butenyl, 

2- butynyl, sec-butyl, tert-butyl, isobutyl, 2-methylpropenyl, 1-pentyl, 
2-pentenyl, 3-pentenyl, 4-pentenyl, 2-pentynyl, 3rpentynyl, 2-pentyl, 
l-methyl-2-butenyl, l-methyl-3-butenyl, 1-methyWbutynyl, 3-pentyl, 

1- ethyl-2-propenyl, 2-methyl butyl, 2-methyl-2-butehvl, 2-methyl-3-butenyl, 

2- methyl-3-butynyI, 3-methylbutyl, 3-methyk2^uten\l, 3-methyl-3-butenyl, 
1-hexyl, 2-hexenyl, 3-hexenyl, 4-hexenyl, 5-heSiy^Aexynyl, 3-hexynyl, 
4-hexynyl, 2-hexyl, l-methyl-2-pentenyl, l-meth^3^eatenyl, 
l-methyl-4-pentenyl, l-methyl-2-pentynyl, l-me^l\ip^&^h 3-hexyl, 
l-ethyl-2-butenyl, l-ethyl-3-butenyl, l-propyl-2-prop\nyl/^^y>^2-butynyl, 
1-heptyl, 2-heptenyl, 3-heptenyl, 4-heptenyl, 5-hepteny), 6-hepeenyT, 2-heptynyl, 

3- heptynyl, 4-heptynyl, 5-heptynyl, 2-heptyl, l-methyl-2-hexeny 
l-methyl<3.hexenyl, l-methyl-4-hexenyl, l~methyl-5-hexenyl, 
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l-metWl-2-hexynyl, l-methyl-3-hexynyl, l-methyl-4-hexynyl, 3-heptyl, 
l-ethyl-S-pentenyl, l-ethyl-3-pentenyl, l-ethyl-4-pentenyl, l-butyl-2-propenyl, 

1- ethyl-2-WntynyU l-ethyl-3-pentynyl, 2,2,2-trifluQrQethyU 2,2-difluQrQpropyl, 
4-trifluorom^thyl-5,5,5-trifluoropentyl, 4-trifluoromethylpentyl, 

5 5,5,6,6,6-penrafluorohexyI, and 333-trifluoropropyl, wherein each member of 
group B is optionally substituted at any carbon up to and including 5 atoms 
from the point oMttachment of B to A with one or more of the group 

. - „32\ 33 34 35 36 
consisting of R , 1^ , R , R , and R 

B is optionallY selected from the group consisting of cyclopropyl, 
1 0 cyclobutyl, oxetan-3-yl\ azetidin- 1 -yl, azetidin-2-yl, azetidin-3-y 1, thiaetan-3-yl, 
cyclopentyl, cydohexylVorbornyl, 7-oxabicyclo[2.2.1]heptan-2-yl, 
bicyclo[3.1.0]hexan-6-yl,Wcloheptyl, 2-morpholinyl, 3-morpholinyl, 
4-morpholinyl, 1-piperazinyl, 2-piperazinyl, 1-piperidinyl, 2-piperidinyl, 
3-piperidinyl, 4-piperidinyl, IVpyrrolidinyl, 2-pyrrolidinyl, 3-pyrrolidinyl, 
1 5 2-dioxanyl, 4H-2-pyranyl, 4H-&~pyranyl, 4H~4-pyranyl, 4FUpyran~4~one-2-yl, 
4H-pyran-4-one-3-yl, 2-tetrahydtofuranyl, 3-tetrahydrofuranyl, 

2- tetrahydropyranyl, 3-tetrahydropyranyl, 4-tetrahydropyranyl, 
2-tetrahydrothienyl, md 3-t§txahy<k\thtenyU wherein each ring carbon is 

33 

optionally substituted with R , a ringNcarbon and nitrogen atoms adjacent to 



2 0 the carbon atom at the point of attachment is optionally substituted with R or 

13 \ 9 

R , a ring carbon or nitrogen atom adjacent to the R position and two atoms 

10 

from the point of attachment is optionally substituted with R , and a ring 
carbon or nitrogen atom adjacent to the R^po§itk>n and two atoms from the 



25 



point of attachment is optionally substitutec 

9 13 
R and R are independently selected 



; consisting of 



hydrido, amidino, guanidino, carboxy, methyl, ethyl, propVl, isopropyl, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyU 2,2,2-trifluQroethyU 
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2^333-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chlorb, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dunethylaTO.dosulfQnyU hydroxymethyU I -hydroxy ethyl, 2-hydroxyethyU 
2,2,2-triflkoro-l-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimetiWlamidocarbonyl, and cyano; 

R*^ jmk! are independently selected from the group consisting of 

hydrido, amidinov guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, 
isopropyl, methoxV ethoxy, isopropoxy, propoxy, hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminotethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N,N-dimethylamidosulfonvl, hydroxy methyl, 1-hydroxyethyl, 2-hydroxy ethyl, 
2,2,2-trifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxyearbonyl, 
amidocarbonyl, N-methylamiopcarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2'Ohlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyL N-(2-trifluoromethylbenzyl)amidocarbonyl, 
N~( l-phenylethyl)amidocarbonyl, Nr(l-methyl- l-phenylethyl)amidocarbonyl, 
N-benzylaraidQsulfanyU N-(2-cWQrOT^xizy0amidQSulfonyU 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl, N-(2-butyl)airudocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopenmamidocarbonyl, 
N-cyclohexylamidocarbonyl, fluoro, chloro, t)romo, cyano, cyclobutoxy, 
cyclohexoxy, cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, 
cyclopentoxy, benzyloxy, 4-bromo-3-fluoropheiioxy, 

3- bromobenzyloxy, 4-bromobenzy 1 oxy , 4-bromorcnzylamino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyph^^^nii\p, 3-chlorobenzyl, 
4=chlorophenoxy, 4=chlon>3=ethylphenoxy, ^cK^^^e thy lbenzyl amino, 

4- chloro-3-ethylphenylamino, 3-chlorobenzyloW ^nb^OTQ^nzyloxy, 

4- chlorobenzylsulfonyl, 4-chlorophenylamino, 4-^^MerwlWfonyl, 

5- chJoropyrid-3-yloxy, 2-cyanopyrid-3-yloxy, 23-diflTOrebenz^oxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
23-difluorophenoxy, 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethyIphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzylbxy, 
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3,5edimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethylbenzyloxy, 3-ethylphenoxy, 
4-etnylaminophenoxy, 3-ethyI-5-methylphenoxy, 4-fluorobenzyloxy, 
2-fluon>3-trifluorQmethylbenzyloxy, 3-fluoro-5-trifluoromethylbeuzyloxy, 
4-fluoro^2-trifluoromethylbenzyIoxy, 4-fluoro-3-trifluoromethyIbenzyloxy, 
2-fluoropttenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethyIphenoxy, 

2- fluorobenavloxy, 4-fluorophenylamino, 2-fluoro-4-trifluoromethylphenoxy, 
4-isopropylbefer£yloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoky, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, 
phenylsulfonyl, 3-trimioromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 
3=trifluoromethoxypheopxy, 4=trifluoromethoxyphenoxy, 

3- trifluoromethylbenzylOTy, 4-trifluoromethylbenzyloxy, 
2,4-bis-trifluoromethylbenzvloxy, 3-trifluoromethylbenzyl, 

3 ,^bis-trifluorQrnethy Ibenzylpxy , 4-trifluoromethy Iphenoxy , 

3- trifluoromethylphenoxy, 3-trtfluoromethylthiobenzyloxy, 

4- trifluoromethyIthiobenzyIoxy ,\23 ,4-triftuorophenoxy , 23 ,5-trifluorophenoxy , 
3-pentafluoroethylphenoxy, 3-(lA2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethyIthiophenoxy; \ 

A is selected from the group consisting of a bond, NH, N(CH3), 
N(OH), CH 2 , CH 3 CH, CF3CH, NHC(Grt, N(CH 3 )C(0), C(0)NH, 
C(0)N(CH 3 ), CH 2 CH2, CH 2 CH 2 CH2, OT 3 CHCH 2 , and CF 3 CHCH 2 ; 

A is optionally selected from the group* consisting of CH2N(CH 3 ), 

CH 2 N(CH 2 CH 3 ), CH 2 CH 2 N(CH 3 ), ^^^^^2N(CH 2 CH 3 ) with the 
proviso that B is hydrido; \ VvV^V 

X° is selected from the group consisting of^iWridovhydroxy, amino, 
amidino, hydroxyamino, aminomethyl, 1-aminoeth^l, m^j(lamino, 
dimethylamino, cyano, methyl, ethyl, trifluoromethylTrer^^ 
2,2,2-trifluoroethyl, methoxy, hydroxy methyl, 1-hydroxyetfWl, 2-hydroxyethyl, 
methoxyamino, methylthio, ethylthio, trifluoromethoxy, \ 
1 ,1,2,2-tetrafluoroethoxy, fluoro, chloro, and bromo; \ 
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V W, X, Y, and Z are independently selected from the group consisting of 

\H, N, CF, CC1, C-CN, C-CH 3 , C-CH 2 CH 3 , C-NH 2 , C-CH 2 NH 2 , 
C-QH 2 NHCH 3 , C-NHCH3, C-N(CH 3 ) 2 , C-CH(NH 2 )CH 3 , 
C-CH^CH 2 NH 2 , C-NHOCH 3 , C-NHOCH 2 CH 3 , C-C(NH)NH 2) 
C-C(NQb)NH 2 , C-QH, C-CH 2 OH, C-CH 2 CH 2 QH, C-CH(QH)CH 3 , 
C-OCH 3 , esOCH 2 CH 3 , C-C0 2 H, C-C0 2 CH 3 , C-C(0)NH 2 , 
C-C(0)NHck, C-C(0)N(CH 3 ) 2 , N-benzylamidocarbonyl-C, 

N-(2-chlorobenzy^)amidocarbonyl-C, N-(3-fluorobenzyl)amidocarbonyl-C, 

N-(2-trifluorornethylbenzyl)arnidocarbonyl-C, 

N< 1 ^phenylethyl)amldocarbonyl=C, 

NKl-methyl-l-phenyle\hyl)arnidocarbonyl-C, N-benzylamidosulfonyl-C, 

N-(2-cMQrobenzyl)arrndo^ulfQnyl-C,N-ethylarnidocarbonyl-C, 

N-isopropylarnidocarbonyl\c,N-propylarriid^ 

N-isobutylamidocarbonyl-c)N-(2-butyl)arnidocarbonyl-C, 
N-cyclobutylarrn^c>carbonyl-c)N-cyclopentylamidocarbonyl-C, 
N-cyclohexylamidocarbonyl-C, aNH(Q)CCH 3 , and C-NH(0)CCF 3 ; 
Y° is selected from the groimconsisting of: 

1- QVQ^2-R 16 -3-R 17 -5-R 18 -6-R*?benzene, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine\ 

3- Q b -6-Q S -2-R 18 -5-R 18 -4-R 19 py ridazia^\ 

b s 1 7 1 R \ k\^s>o 

2- Q =5=Q^4=R ^R 1 pyrimidine,5=b --2^ 

3- Q b -5-Q S ^R 16 -2-R 19 thiophene,2-Q b \o S -3> 

3- Q b -5-Q S ^R 1 VR 19 furan,2-Q b -5-Q S -3-RX^^ lT ^ ) 

S-Q^S-QUR^^-R^pyrrole^-Q^-Q^-R 1 ^^^, 

4- Q b -2-Q^5-R 19 irnidazole, 2-Q b -4-Q S -5-R ^imidazole, \ 



-o=K pynmidine, 
<-4-*C thiophene, 
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^ s 16 b s 16 

3-Q -5-Q -4-R isoxazole, 5-Q -3-Q -4-R isoxazole, 

b\ s 16 b s 19 

2-Q -5^Q -4-R pyrazole, 4-Q -2-Q -5-R thiazoie, and 

2-Q b -5-QWR 17 thiazole; 

R^, R ^, R^, and R*^ are independently selected from the group 

consisting of hyarido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, 
guanidino, methoxV ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 
methylsulfinyl, ethylsulfinyl, methylsulfonyl, ethylsulfonyl, trifluoromethyl, 
1 0 pentafluoroethyl, 2,2,2-trifluoroethyl, 2,233 3-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxymethyl, 1-hydroxyetnyl, 2-hydroxyethyl, and cyano; 

R^ or R^ is optional^ selected from the group consisting of NR^R^\ 

CCNR^NR^R 24 , and N(R^)G^(NR^)N(R^)(R^), with the proviso that R 16 , 
19 b 

15 R ,andQ are not simultaneously ^ydrido; 

b \ 20 21 

Q is selected from the group consisting of NR R , hydrido, 

25 23 24 26 25 23 24 

C(NR )NR R , and N(R )C(NR 1(N(R )(R ), with the proviso that no 

20 21 x 
more than one of R and R is hydroxy at^the same time and with the further 

.23 



20 



20 21 23 24 25 26 
R ,R ,R ,R ,R ,andR f 



proviso that no more than one of R and R \js hydroxy at the same time; 

sjependently selected from the 
group consisting of hydrido, methyl, ethyk propyM^utyl, isopropyl, and hydroxy; 

S \ \ \ -ta X 

Q is selected from the group consisting or^Jjo^d, CH 2 , and CH 2 CH 2 . 



35. Compound of Claim 34 or a phamiaceutically\accept^bl^sk|t thereof, 
25 wherein; 

B is selected from the group consisting of 2-aminop^henyl, 
3-aminophenyl, 3*amidinophenyl, 4~amidinophenyl, 3-carboxyphenyl, 
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3\arboxy-5-hydroxyphenyl, 3-chlorophenyl, 4-chlorophenyI, 
3,4-Wuorophenyl, 2-fluorophenyl, 3-fluorophenyl, 3,4-difluorophenyl, 
3-hyd>oxyphenyl, 4-hydroxyphenyl, 3-mefooxyaminophenyl, 
3-methoWenyl, 4-methoxyphenyl, 3-methylphenyl, 4-methylphenyl, phenyl 
3-trifluoroWthylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
5-chloro-3-t>tfluoromethyl-2-pyridyl, 4-pyridyl, 2-thienyl, 3-thienyl, and 
3-trifluoromettejM5-2-pyridyl ; 

B is optiWally selected from the group consisting of hydrido, ethyl, 

2- propenyl, 2-prop^nyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, 
(S)-2-butyl, tert-butyi isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 
2,2,2-trifluoroethyl, 6-armdocarbonylhexyl, 4-methyl-2-pentyl, 

3- hydroxypropyl, l=me£hoxy,2,propyl, 2,methoxy ethyl, 2.methyl^butyl, 

3- methyl-2-butyl, 2-dime%laminopropyl, 2-cyanoethyl, 6-hydroxyhexyl,' 
2-hydroxyethyl,2-amidinoe^yl, 2-guamdinoethyl,3-guanidinopropyl, 

4- guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 6-cyanohexy(, 

2- dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 

3- aminopropyl, 2-hexyl, and 4-aminobutyI; 

B is optionally selected frorn the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, cYcloheptyl, oxalan-2-yl, 
2-(2R)-bicyclo[2.2.1]-heptyl, 1-pyrroliWnyl, 1-piperidinyl, o'xetan-3-yl, 

azetidin-l-yl,azetidin-2-yl, aZ etidin-3-ylV7-oxabicyclo[2.2.1]heptan-2-yl, 
bicyclo[3.1.0]hexan-6-yl, 2-morpholinyl, Vmorpholinyl, 4-morpholinyl,' 

1- piperazinyl, 2-piperazinyl, 1-piperidinyl, 2\piperidinyl, 3-piperidinyl, ' 

4- piperidinyl, 1-pyrrolidinyl, 2-pyrrolidinyl, SWrrolidinyl, 2-dioxanyl, 
4H-2-pyranyl, 4H-3-pyranyl, 4H-4-pyranyl, 4lLyran-4-one-2-yl, 

4H-pyi^-4-one-3-yl,2-tetrahydrofujranyU^^aiydrofuranyl, 

2- tetrahydropyranyl, 3-tetrahydropyranyl, 4^te^n^ropyranyl, 
2-tetrahydrothienyl, and 3-teti^ydrotWeny\Vx^^. 

A is selected from the group consisting o^bonrii CHo, NHC(O) 

CH 2 CH 2 , and CH 2 CH 2 CH 2 ; \ \ 

X° is selected from the group consisting of hydridoYydroxy, amino, 
amidino, hydroxyamino, aminomethyl, methylamino, cyano, methyl, 
trifluoromethyl, methoxy, hydroxymethyl, methoxyamino, meth)lthio, 
trifluoromethoxy, fluoro, and chloro; \ 
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W and Z are independently selected from the group consisting of CH, 
N, C% CC1, C-CN, C-NH 2 , C-CH 2 NH 2 , C-NHCH 3 , C-OH, C-CH 2 OH, C- 

CQ 2 H,\nd C-C(Q)NH 2 ; 

X and Y are independently selected from the group consisting of CH, N, 
5 CF, C-CN, OCH 3 , C-NH 2 , C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , 
C-CH(NH 2 )ChJ C-CH2CH2NH2, C-NHOCH3, C-C(NH)NH 2 , 
C-C(NOH)NH 2 , VoH, C-CH 2 OH, C-CH 2 CH 2 OH, C-CH(OH)CH 3 , 
C-QCH 3 , C-C0 2 H, Vc(Q)NH 2 , C-C(Q)NHCH 3 , C-CH 2 CQ 2 H, 
N-benzylamidocarbonyL-C, N-(2-cMorobenzyl)amidocarbonyl-C, 
1 0 N-(3-fluorobenzyl)amiddfcarbonyl-C, 

N-(2-trifluoromethylbenzyI^aniidocarbonyl-C, 
N-( l-phenylethyl)amidocarbWyl-C, 

N-( 1-methy I- 1-phenylethyUai^ocarbonyl-C, N-benzylamidosulfonyl-C, 
N-(2-chlorobenzyl)amidosulfonyi-C, N-ethylamidocarbonyl-C, 
15 N-isopropylamidocarbonyl-C, N-propylamidocarbonyl-C, 
N-isobutylamidocarbonyl-C, N-(2-bbtyl)amidocarbonyl-C, 
N-cyclobutyiamidocarbonyl-C, N-cych?pentylamidocarbonyl-C, 
N-cyclohexylamidocarbonyl-C; 

Y° is selected from the group consisting of: 

20 l-Q b -4-Q S -2-R 16 -3-R 17 -5-R 18 -6-R 19 benz>ne, 

2- Q b -5-Q S -6-R 17 -4-R 18 -3-R 19 pyridine, 

3- Q b -6-Q S -2-R 16 -5-R 18 -4-R 19 pyridine, 
3-Q b -5=Q S -4--R 16 --2-R 19 thiophene, and N < 

R 16 and R 19 are independently selei 

25 hydrido, amidino, amino, aminoaiethyl, methoxy, 
hydroxymethyl, fluoro, chloro, and cyano; 

R 16 or R 19 is optionally CCNR^NR^R 2 ' 

19 b 

R , and Q are not simultaneously hydrido; 



16 17 L . _ 
tR -4=R thiophene; 



;nip consisting of 
ao\hydrpxy, 



with the proviso that R 



16 
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17 18 

R and R are independently selected from the group consisting of 

hydrido/^luoro, chloro, hydroxy, hydroxy methyl, amino, carboxy, and cyano; 

25 23 24 
Q^sCCNR )NR R orhydrido; 

23 \24 25 
R , R\ , and R are independently hydrido or methyl; 

Q s is CH^ 



36. Compound of Clartn 33 of the Formula: 




r 



o 




H 



or a pharmaceutically acceptable salt thereof, wherein; 

B is phenyl or a heteroaryl of 5 or6 ring members, wherein a carbon 
adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

32 

ring to A is optionally substituted by R , the^ther carbon adjacent to the 

. 36 

carbon at the point of attachment is optionally substituted by R , a carbon 
32 

adjacent to R and two atoms from the carbon at the point of attachment is 



33 

optionally substituted by R , a carbon adjap^nt 
carbon at the point of attachment is optionall)^sub$titut 



vand two atoms from the 



,35 



, and any 



33 35 ^V-/ V"' 34 

carbon adjacent to both R and R is optionally supsfituteo^by R ; 

32 33 34 35 36 
R , R , R , R , and R are independently selectedvfrom the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
alkoxy, hydroxy, amino, alkoxyamino, alkylamino, alkylthio, amidokulfonyl, 
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10 



Jkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, 
pxamido, cyano, and Q^; 
\B is optionally selected from the group consisting of hydrido, C2-C8 
alkyl, C3SC8 alkenyl, C3-C8 alkynyl, and C2-C8 haloalkyl, wherein each 
member orgroup B is optionally substituted at any carbon up to and including 
6 atoms fronrt^ point of attachment of B to A with one or more of the group 

_ 33 34 35 J 36 
consisting ofR \,R , R , R , and R ; 

B is optionally a C3-C7 cycloalkyl or C4-C6 saturated heterocyclyl, 

\ 33 
wherein each ring cartW is optionally substituted with R , a ring carbon other 

than the ring carbon at th^spoint of attachment of B to A is optionally 
substituted with oxo provided that no more than one ring carbon is substituted 
by oxo at the same time, ring carbons and nitrogen adjacent to the carbon atom 

9 13 

at the point of attachment are optionally substituted with R or R , a nng 



20 



25 



carbon or nitrogen adjacent to the R 



►osition and two atoms from the point of 

15 attachment is optionally substituted withN^°, a ring carbon or nitrogen adjacent 

13 \ 
to the R position and two atoms from the^oint of attachment is optionally 

12 \ 
substituted with R , a ring carbon or nitrogenwee atoms from the point of 

attachment and adjacent to the R*° position is optionally substituted with R* \ 

a ring carbon or nitrogen three atoms from the point of attachment and adjacent 

12 33 \ 

to the R position is optionally substituted with R , aqd a ring carbon or 



nitrogen four atoms from the point of attachment ; 

33 . ^34^ 

R positions is optionally substituted with R 

9 11 13 
R , R , and R are independently selectee 



liacent to the R and 



v>m 



► consisting 



of hydrido, hydroxy, amino, amidino, guanidino, alkylami^k^^yl&uto^koxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 



4Q4. 



and are independently selected from the group consisting of 

hydridb, acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, 
alkoxyamino, hydroxy, amino, alkylamino, alkylsulfonamido, amidosulfonyl, 
hydroxyaliort, aminoalkyl, halo, haloalkyl, carboalkoxy, carboxy, carboxamido, 

carhoxyalky^, and cyano; 

x 15 7 

A is a hjHid or (CH(R ))p a -(W ) rr wherein rr is 0 or 1, pa is an 

X 7 7 

integer selected frtjmO through 3, and W is N(R ); 
7 

R is selected^from the group consisting of hydrido, hydroxy and alkyl; 

R^ is selected from the group consisting of hydrido, halo, alkyl, and 
haloalkyl; 

is selected from the group consisting of hydrido, alkyU cyano, halo, 
haloalkyl, haloalkoxy, amino, aktinoalkyl, alkylamino, amidino, hydroxy, 
hydroxyamino, alkoxy, hydroxymkyl, alkoxyamino, thiol, and alkylthio; 

W, X, Y, and Z are independently selected from the group consisting of 

9 10 11 12 
C(R ), C(R ), C(R ), C(R ), an&N with the proviso that no more than 

three of W, X, Y, and Z are N at the same time; 

Y° is phenyl or a heteroaryl of 5 ot 6 ring members, wherein one carbon 

\ s 

of said phenyl or said heteroaryl is substituted by Q , a carbon two or three 



contiguous atoms from the point of attafc 

heteroaryl ring is substituted by Q*\ a c^rboi 
s 

attachment of Q is optionally substituted b> 



}f Q to the phenyl or 
: to the point of 
a^otheiScarbon adjacent to 



s V 18 

the point of attachment of Q is optionally substituted b^ R , a carbon 

b 16 x 

adjacent to Q is optionally substituted by R , and anothd^ carbon adjacent to 

is optionally substituted by R^; 
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16 17 18 19 
R , R , R , and R are independently selected from the group 

consisting of hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxXpuno, alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, 
haloalkandj(I, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and 
cyano; 

16 \l9 20 21 

R or is optionally selected from the group consisting of NR R , 

26 25 \ 23 24 25 23 24 16 

N(R~X(NR~~)NC^")(R~ ), and C(NR~~)NR~~R" , with the proviso that R ~, 

19 b 

R , and'Q are not simultaneously hydrido; 

b \ 20 21 . 

Q is selected from\the group consisting of NR R , hydrido, 

96 95 93 9^t 25 23 24 

N(R )C(NR )N(R )(R \andC(NR )NR R ; 

20 21 23 24 2.^\ 26 
R , R , R , R , R ,\nd R are independently hydrido or alkyl; 



Q S is CH 2 . 



37. Compound of Claim 36 or a pharmace^tically acceptable salt thereof, 
15 wherein; 

B is selected from the group consistingSpf phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyirolyl, 2-imidazOtvl, 4-imidazolyl, 

3- pyrazolyl, 4-pyrazolyI, 2-thiazolyl, 3-isoxazolyI,Vnd 5-isoxazolyl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

32 x 

20 heteroaryl ring to A is optionally substituted by R , tft^ other carbon adjacent 

36 

to the carbon at the point of attachment is optionally substituted by R , a 

32 (_ n^XN.X 

carbon adjacent to R and two atoms from the carbon at^the^point of 

33 \ \ \\\36 J 

attachment is optionally substituted by R , a carbon a^teent^\p£\ and two 

atoms from the carbon at the point of attachment is optionallysubs^tuied by 

35 33 35 

25 R , and any carbon adjacent to both R and R is optionally substituted by 

34 
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15 



20 



25 



30 



32 ,33 34 35 . 36 . . . . . ^ . . . 
R , R , R , R , and R are independently selected from the 

► consisting of hydrido, amidino, guanidino, methyl, ethyl, methoxy, 
ethox\ hydroxy, amino, N-methylamino, dimethylamino, methoxyamino, 
methyltmp, ethylthio, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
fluoro, chlafo, bromo, amidosulfonyl, N-methylamidosulfonyl, hydroxymethyl, 

amidocarbon^earboxy, cyano, and Q b ; 

B is optionally selected from the group consisting of hydrido, ethyl, 

2- propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butenyl, 2-butynyl, 
sec-butyl, tert-butyl, \sobutyl, 2-methylpropenyl, 1-pentyl, 2-pentenyl, 

3- pentenyl, 2-pentynyl\3-pentynyl, 2-pentyl, 3-pentyl, 2-methylbutyl, 

2- methyl-2-butenyl, 3-m^thylbutyl,3-methyl-2-butenyl, 1-hexyl, 2-hexenyl, 

3- hexenyl, 4-hexenyl, 2-hekynyl, 3-hexynyl, 4-hexynyl, 2-hexyl, 
l-methyl-2-pentenyl, l-methyi-3-pentenyl, l-methyl-2-pentynyl, 
l-methyl-3-pentynyl, 3-hexyl, Vethyl-2-butenyl, 1-heptyl, 2-heptenyl, 
3-heptenyl, 4-heptenyl, 5-heptenyL 2-heptynyl, 3-heptynyl, 4-heptynyl, 
5-heptynyl, 2-heptyl, l-methyl-2-hexenyl, l-methyl-3-hexenyl, 
1-methyl^l-hexenyl, l-methyl-2-hexyfcyl, l-methyl-3-hexynyl, 
l-methyl-4-hexynyI, 3-heptyl, l-ethyl-2^pentenyl, l-ethyl-3-pentenyl, 
l-ethyl-2-pentynyl, l-ethyl-3-pentynyl, 2,2^2-trifluoroethyl, 2,2-difluoropropyl, 
4~trifluoromethyl-5,5,5-trifluoropentyl, 4-triltiioromethylpentyl, 
5,5,6,6,6-pentafluorohexyl, and 333-trifluoro^opyl, wherein each member of 
group B is optionally substituted at any carbon 
from the point of attachment of B to A wit 

32 33 34 35 J ^36 x 
consisting of R , R , R , R , and R ; 



and including 5 atoms 
lore of the group 



B is selected from the group consisting of cy*elo$bpyt! cyclobutyl, 
cyclopentyl, cyclohexyl, cycloheptyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
oxetan-3-yl, azetidin-l-yl, azetidin-2-yl, azetidin-3-yl, bicycKsJ3.1.0]hexan-6-yl, 
2-morpholinyl, 3-morpholinyl, 4-morpholinyl, 1-piperazinyl, 2^piperazinyl, 

1- piperidinyl, 2-piperidinyl, 3-piperidinyl, 4-piperidinyl, 1-pyrrof^iinyl, 

2- pyrrolidinyl, 3-pyrrolidinyl, 2-dioxanyl, 2-tetrahydrofuranyl, 

3- tetrahydrofuranyl, 2-tetrahydropyranyl, 3-tetrahydropyranyl, 

4- tetrahydropyranyl, 2-tetrahydrothienyl, and 3-tetrahydrothienyl, whe\ein each 

33 

ring carbon is optionally substituted with R , ring carbons and a nitroge 
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adjacent to the carbon atom at the point of attachment are optionally substituted 

\ 9 13 9 
witnSR or R , a ring carbon or nitrogen adjacent to the R position and two 

\ 10 
atoms from the point of attachment are optionally substituted with R , and a 

\ 13 
ring carbon^or nitrogen atom adjacent to the R position and two atoms from 

\_ 12 
the point of attachment is optionally substituted with R ; 

R^ and R \are independently selected from the group consisting of 

hydrido, methyl, ethykmethoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, metiiylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro^chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,ftf-dimethylamidosulfonyl, hydroxy methyl, 
1-hydroxyethyl, amidocarbonyL N-methylamidocarbonyl, carboxy, and cyano; 

R^ and R^ are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chloroc^enzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2rtrifluoromethylbenzyl)amidocarbonyl, 
N-( l-phenylethyl)amidocarbonyl, N-( 1-methyl- l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-chlorobenzyDamidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocan>onyl, N-propylamidocarbonyl, 
N-isobutylamidocarbony 1 , N-(2-butyl)amidocafcbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidbcarbonyi, 
N-cyclohexylamidocarhonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxy methyl, 1-hydroxyethyl, 2-hy^xyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluorom^yt>i^^luoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminometfwh^ f^mfethylamino, 
dimethylamino, methoxyamino, amidosulfonyl, N-meoiylaimdosulfonyl, 
N,N-dimethylamidosulfonyl, methanesulfonamido, methoxyfcaroonyl, fluoro, 
chloro, bromo, and cyano; \ 

A is selected from the group consisting of a bond, NH, CH2, 
CH3CH, and CH 2 CH 2 ; \ 
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\ A is optionally selected from the group consisting of CH 2 N(CH3>, 

CH 2 \(CH 2 CH 3 X CH 2 CH 2 N(CH 3 ), and CH 2 CH 2 N(CH 2 CH 3 ) with the 
proviso chat B is hydrido; 

x\s selected from the group consisting of hydrido, hydroxy, amino, 
amidino, ammoraethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, chloro, 
and fluoro; \ 

W and z\re independently selected from the group consisting of CH, 
N, CF, CCU C-CNX-NH2, C-CH 2 NH 2 , C-NHCH 3 > C-QH, C-CH 2 OH, C- 

C0 2 H, and C-C(0)NIJ 2 ; 

X and Y are independently selected from the group consisting of CH, N, 
CF, C-CN, C-CH 3 , C-NhV C-CH 2 NH 2 , C-CH 2 NHCH 3 , C-NHCH 3 , 
C-CH(NH 2 )CH 3 , C-CH 2 CH^NH 2 , C-NHOCH 3 , C-C(NH)NH 2 , 
C-C(NOH)NH 2 , C-OH, C-ChV>H, C-CH 2 CH 2 0H, C-CH(OH)CH 3 , 
C-OCH 3 , C-CO a H, C-C(0)NH 2 >C.C(0)NHCH 3 , C-CH 2 C0 2 H, 
N-benzylanudocarbonyl-C,N-(2-chIorobenzyl)amidocarbonyl-C, 

N-(3-fluorobenzyl)amidocarbonyl-C A 
N-(2-trifluoromethylbenzyl)amidocarbonyl-C, 
N-( 1 -pheny lethy l)amidocarbony 1-C, \ 

N-( 1-methyl- 1 -phenylethyl)amidocarbonykc, N-benzylamidosuifonyl-C, 
N-(2-ehlorobenzyl)amidosulfonyl-C, N-ethylamidocarbonyl-C, 
N-isopropylamidocarbonyl-C, N-propylamidobarbonyl-C, 
N-isobutylamidocarbonyl-C, N-(2-butyl)annddo6arbonyl-C, 
N-cyclobutylamidocarbonyl-C, N-cyclopent^amra<x:arbonyl-C, 
N-cyclohexylamidocarbonyl-C; C\\\ \ 

Y° is selected from the group consisting ^V^^ 

l__Q b .4-_Q S -_2^ 

2- Q b -5-Q S -6-R 1? -4-R 18 -3-R 19 pyridine, 2-Q b -5-Q S -3-R^ 6 -4-R 17 thiophene, 

3- Q b -6-Q^2-R 16 -5-R 18 ^R 1 %yridine,3-Q b -5-Q S ^R 1 ^ 
3 .Q b -5-Q S ^R 16 -2.R 1 Van,2-Q b -5.Q^3.R 1 VR 17 fuiA 
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1=4 ■ 



10 



15 



3- ^-5-Q S -4-R 16 -2-R 19 pyrrole,2-Q b -5-Q S -3-R 16 -4-R 17 pyrroIe ? 

4- Q b \-Q S -5-R 19 thiazok, and 2-Q h -5-Q S ^R 17 thiazole; 

\16 17 18 19 
R\ , R , R , and R are independently selected from the group 

consisting ohfrydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, anrinonwlhyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, Wthylthio, ethylthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, tnfluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fliioro, chloro, hydroxy methyl, carboxy, and cyano; 

b V . _20 21 

Q is selected trom the group consisting of NR R , 

7 ^ 1TK OA \ 26 25 23 24 

C(NR )NR R , and MR )C(NR )N(R )(R ), with the proviso that 

said group is bonded directly to a carbon atom; 

20 21 23 24 x5 26 
R ,R ,R ,R , R\,andR are independently selected from the 

group consisting of hydrido, methyl, and ethyl; 
Q s is CH 2 . 



38. Compound of Claim 37 or a pharmateutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 2-aminophenyl, 
3-aminophenyl, 3-amidinophenyl, 4-amidinoMienyl, 3-carboxyphenyl, 

2 0 3-earboxy-5-hydroxyphenyl, 3-chlorophenyl, 4rchlorophenyl, 

3,4-dichlorophenyl, 2-fluorophenyl, 3-fluoro>heWl, 3,4-difluorophenyl, 
3-hydroxyphenyl, 4-hydroxy phenyl, 3<ii©^oxyhminophenyl, 
3-methoxyphenyl, 4r-methoxyphenyl, 3-mW(»l, 4-methylphenyl, phenyl, 
3-trifluoromethylphenyl, 2-imidazoyl, 2-pyi^yV^mdxU 
25 5-chlQro-3-trifluQromethyl-2-pyridyU 4-pyridyl^dtB^!l> 3-thienyl, and 
3-trifluoromethyl-2-pyridyl; 

B is optionally selected from the group consistingW hydrido, ethyl, 
2-propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-butyl, (R^-2-butyl, 
(S)-2-butyl, tert-butyl, isobutyl, 1-pentyl, 3-pentyl, 2-methylbUyl, 

3 0 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-penty0 
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3-hydtoxypropyl, l-methoxy-2-propyl, 2-methoxy ethyl, 2-methyl-2-butyl, 

3- methV-2-butyl, 2-dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 
2-hydroxyethyl, 2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 

4- guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl, 6-cyanohexyl, 

2- dimethylairiinoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 

3- aminopropyl\2-hexyl, and 4-aminobutyl; 

B is optimally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
oxetan-3-yl, azetidinAl-yl, azetidin-2-yl, azetidin-3-yl, 1-pyrrolidinyl and 1- 
piperidinyl; \ 

A is selected fromvthe group consisting of a bond, CH2, CH3CH, and 

CH2CH2; \ 

X° is selected from the gr° u P consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxymethyl, and 
fluoro; \ 

W and Z are independently selected from the group consisting of C£L 

N, CF, CC1, C-CN, C-NH 2 , C-CH 2 NH^C-OH, C-CH 2 OH, C-CC^H, and C- 

C(0)NH 2 ; \ 

X and Y are independently selected from the group consisting of CH, N> 
CF, C-CN, C-NH 2 , C-CH 2 NH 2 , C--CH 2 CH 2 W, C-C(NH)NH 2 , 
C-C(NOH)NH 2 , C-OH, C-CH 2 OH, C-CH 2 CH^OH, C-C0 2 H, C-C(0)NH 2 , 

C-CH 2 C0 2 H, N-benzylamidocarbonW-C, \\ 

N-(2-cWorobenzyl)amidocarbonyl-CV^ 
N-(2-trifluoromethylbenzyl)amidocarbc^l^^ 
N-(l-phenylethyl)amidocarbonyl-C, \ \\ \\\ 
N-(l-methyl-l-phenylethyl)amidocarbonyl-C, />J^n^yl^ido^ulfonyl-C, 
N-(2-chlorobenzyl)amidosulfonyl-C, N-ethylamidocarbonyl-C, 
N-isopropylamidocarbonyl-C, N-propylamidocarbonyl-C, \ 
N-isobutylamidocarbonyl-C, N-(2-butyl)amidocarbonyl-C, \ 
N-cyclobutylamidocarbonyl-C, N-cyclopentylOTldocarbonjl-C\ 
N-cyclohexylamidocarbonyl-C; \ 
Y° is selected from the group consisting of: \ 
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^ b .4-Q S -2.R 16 -3-R 17 -5-R 18 -6-R 19 benzene, 

2- Q\5-Q S -6-R 17 -4-R 18 -3-R 1 %yridine, 

3- Q^6^0 S -2-R 16 -5-R 18 -^R 19 pyridine, 

3-Q b -5-(A4-R^-2-R 19 thiophene, and 2-Q b -5-Q S -3-R 16 -4-R 17 thiophene; 

R 16 And R 19 are independently selected from the group consisting of 

hydrido, amidirto, amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, mioro, chloro, and cyano; 

R and R\ are independently selected from the group consisting of 

hydrido, fluoro, chloria, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

b \ 20 21 

Q is selected ftom the group consisting of NR R , 



25 23 24 
C(NR )NR R , and t^(R 



^(NR^NCR^XR 24 ); 



20 21 23 o/| \ 2^ 26 
R ,R ,R , R ,K ,andR are independently selected from the 

group consisting of hydrido, me^iyl, and ethyl; 
Q S isCH 2 . 



39. Compound of Claim 38 or a pharmaceutical^ acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 3-aminophenyl, 
3-amidinophenyl, 4^amidinophenyl,^*l^phenyl, 4-chlorophenyl, 
20 3 ,4-dichlorophenyl, 2-fluorQphenyl, ^Nwtl^^^nyU phenyl, 2-imidazoyl, 
3-pyridyl, 4-pyridyl, and 3-trifluoromethj 

B is optionally selected from the grou^ee^nsi|ung of hydrido, ethyl, 

2- propenyl, 2-propynyl, propyl, isopropyl, butyl, 2-bufcyl, (R)-2-butyl, 
(S)-2-butyl, tert-butyl, isobutyl, l-pentyl,3-pentyl, 2-methylbutyl, 

2 5 2,2,2-trifluoroethyl, 6-amidocarbonylhexyl, 4-methyl-2-p^ntyl, 

3- hydroxypropyl, l-methoxy-2- propyl, 2-methoxy ethyl, 2-rtaethyl-2-butyl, 

3- methyl-2-butyl, 2-dimethylaminopropyl, 2-cyanoethyJ, 6-hydroxyhexyl, 
2-hydroxyethyl, 2-amidinoethyl, 2-guanidinoethyl, 3-guanidinWopyl, 

4- guanidinobutyl, 3-hydroxypropyl, 4=hydroxy butyl, 6-cyanohe^vl, 
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2- diirWylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 

3- aminotaopyl, 2-hexyl, and 4-aminobutyl; 
1 is optionally selected from the group consisting of cydopropyl, 

cyclobutyl, cVclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.1]-heptyl, 
oxetan-3-yI, az^tidin-l-yl, azetidin-2-yl, azetidin-3-yl, and 1-piperidinyl; 

A is selected from the group consisting of a bond, CH2, CH3CH, and 
CH 2 CH 2 ; 

X° is selected itom the group consisting of hydrido, hydroxy, amino, 
amidino, aminomethyl, cyano, methyl, trifluoromethyl, hydroxy methyl, and 
10 fluoro; 

W and Z are independently selected from the group consisting of CH, 
N, CF, CC1, C-CN, C-NH 2 , c\:H 2 NH 2 , C-OH, C-CH 2 OH, C-C0 2 H, and C- 

C(Q)NH 2 ; 

X and Y are independently\eleeted from the group consisting of CH, N, 
1 5 CF, C-CN, C-NH 2 , C-CH 2 NH 2 , C-GH 2 CH 2 NH 2 , C-C(NH)NH 2 , 

C-C(NOH)NH 2 , C-OH, C-CH 2 OH, C^H 2 CH 2 OH, C-CC^H, C-C(0)NH 2 , 
C-CH 2 C0 2 H, N-benzylamidocarbonyl-( 

N-CZ-cWoroben^yDanud^arbonyl-C* N<^fluoroben^yl)amidocarbonyl-C, 

N-(2-trifluoromethylbenzyl)amidocarbonyl- 
2 0 N-( 1 -phenyl ethyl)amidocarbonyl-C, 

N-( 1 -methyl- 1 -phenylethyl)amidocari 

N-(2-chlorobenzyl)amidosulfonyl-C, 

N-isopropylamidocarbonyl-C, N-propyl 

N-isobutylamidocarbonyl-C, N-(2-butyl)z 
2 5 N-cyclobutylamidocarbonyl-C, N-cyclopentyk 

N-cyclohexylamidocarbonyl-C; 

Y° is selected from the group consisting of 5-antidino-2-thienylmethyl, 

4- amidinobenzyl, 2-fluoro^4-amidinobenzyl, and 3-fluorb-4-amidinobenzyl. 



-benzylamidosulfonyl-C, 
iocarbonyl-C, 
/1-C, 
^C, 



30 
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40. A compound as recited in Claim 33 where said compound is selected from 
the group of the Formula: 




5 or a pharmaceutical^ acceptablevsalt thereof, wherein; 

B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, W is CH, X is 

C-NH 2 , Y is C-CH 2 C0 2 H, Z is CHWd X Q is hydrido; 

B is phenyl, A is CH 2 , Y° is 4-\midinobenzyl, W is N, X is C-CH 2 NH 2 , Y 
is C-C0 2 H, Z is CH, and X° is hydrido; 
10 B is 3-chlorophenyU A is CH 2 CH 2 V° is 4-amidinQbenzyl, W is C-OH, X 

is C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is 2-imidazoyl, A is CH 2 CH 2 CH 2 , YAis 4-amidinobenzyl, W is C-NH 2 , 
X is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X Q isVydrido; 

B is 2,2,2-trifluoroethyl, A is single bond, Y\ is 4-amidinobenzyl, W is CH, 
15 X is C-NH 2 , Y is C-CH 2 CQ 2 H, Z is CH, and X° is fWdrido; 

B is (S)-2-butyl, A is single bond, Y Q (js s 4-*^d^qbenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is 

B is isopropyl, A is single bond, Y° is 4-ami^ob^n^yIt^ is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 
20 B is isopropyl, A is single bond, Y° is 4-amidinobenzVl, W is C-NH 2 , X is 

C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

414 



C-3202 



B is hWrido, A is CH 2 (CH 3 )N, Y° is 4-amidinobenzyl, W is CH, X is C- 
NH 2 , Y is C-CH^C0 2 H, Z is CH, and X° is hydrido; 

B is ethyl, A\is single bond, Y° is 4=amidinobenzyl, W is N, X is C= 
CH 2 NH 2 , Y is C-CO^H, Z is CH, and X° is hydrido; 

B is ethylfA is single bond, Y° is 4-amidino-2-fluorobenzyl, W is C-OH, X 
is C-CH 2 CH 2 NH 2 , Y is C\pH, Z is CH, and X° is hydrido; 

B is 2-propenyl, A is Single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X 
is C-CH 2 OH, Y is C- NH 2 , Z is^CH, and X° is hydrido; 

B is isopropyl, A is single\>ond, Y° is 4-amidino-2-fluorobenzyl, W is CH, 
10 X is C-NH 2 , Y is C-CH 2 C0 2 H, Z ikcH, and X Q is hydrido; 

B is isopropyl, A is single bondL Y° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and Xf is hydrido; 

B is 2-butyl, A is single bond, Y° is, 4-amidinobenzyl, W is C-OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X°\s hydrido; 
15 B is (R>2-butyl, A is single bond, Y° i\ 4-amidinobenzyl, W is C-NH 2 ,X 

is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is 2-propynyl, A is single bond, Y^i^amidinobenzyl, W is CH, X 
is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and 

B is hydrido, A is CH 2 , Y° is 4-amidino^enzyl^WN§ I^J, X is C- 
2 0 CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido^ 

B is cyclopropyl, A is single bond, Y° is 4-amidindbenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidino-2-fll»orobenzyl, W is C- 
NH 2 , X is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydride 



ido; 
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js eyclobutyl, A is single bond, Y is 4-amidinobenzyl, W is CH, X is C- 
NH 2 , Y is CUCH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is cyclopropyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is N, 
X is C-CH 2 Nh\ Y is C-C0 2 H, Z is CH, and X° is hydrido; 
5 B is cycloblrtyl, A is single bond, Y° is 4-amidinobenzyl, W is C-OH, X is 

C-CH 2 CH 2 NH 2 , Y C-OH, Z is CH, and X° is hydrido; 

B is eyclobutyl, V is single bond, Y° is 4-amidino-3-ftuorobenzyl, W is C- 
NH 2 , X is C-CH 2 OH, Y ik C- NH 2 , z is CH « X° is hydrido; 

B is cyclopentyl, A is\single bond, Y° is 4^amidinobenzyl, W is CH, X is C- 
10 NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is eyclobutyl, A is single^bond, Y° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is cyclopropyl, A is CH 2 , Y\is 4=amidinobenzyl, W is C=OH, X is C- 
CH 2 CH 2 NH 2 , Y is C-QH, Z is CH, andX 0 is hydrido; 
15 B is 2-(2R)-bicyclo[2.2. l]-heptyl, A is single bond, Y Q is 4-amidinobenzyl, 

W is C-NH 2 , X is C-CH 2 OH, Y is C- NH 2 \z is CH, and X° is hydrido; 

B is cyclopentyl, A is single bond, Y° i\ 4-amidino-2-fluorobenzyl, W is 
CH, X is C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, add X° is hydrido; 

B is cyclohexyl, A is CH 2 CH 2 ,Y^^^n\dinobenzyl, W is N, X is C- 
2 0 CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X" 

B is 3-chlorophenyl, A is CH 2 CH 2 , Y^^^dh^benzyl, W is C-OH, X 



is C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X"> hyd\?do; 

B is phenyl, A is CH 2 , Y° is 4-amidinobenzyl, W k C-NH 2 , X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 




* \is3-chlo ro phenyl,AisCH 2 CH 2 ,Y°is4-amidinobenzyl,Wis CH.Xis 

C-NH 2 , YVs C-CH 2 C0 2 H, Z is CH, and X Q is hydrido; 

B is\imidazoyl, A is CH 2 CH 2 CH 2 , Y° is 4-amidinobenzyl, W is N, X is 
C-CH 2 NH 2 , Y^C-COjH, Z is CH, and X° is hydrido; 

B is 2,2,ArifluoroethyU A is single bond, Y° is 4-amidinQbenzyl, W is C- 
OH, X is C-CH 2 CH»NH 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is (S)-2-butk A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X 
is C-CH 2 OH, Y is C- Nk 2 , Z is CH, and X° is hydrido; 

B is isopropyl, A isWle bond, Y° is 4-amidinobenzyl, W is CH, X is C- 
NH 2 , Y is C-CH 2 C0 2 H, Z i\cH, and X° is hydrido; 

B is isopropyl, A is sinV bond, Y° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-CC^H, Z is CH\ and X° is hydrido; 

B is hydrido, A is CH 2 (CHV)N, Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-QH, Z is CH. and X° is hydrido; 

B is ethyl, A is single bond, Y°\s 4-amidinobenzyl, W is C-NH 2 , X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, and X° K hydrido; 

B is ethyl, A is single bond, Y° is 4Wiidino-2-fluorobenzyl, W is CH, X is 
C-NH 2 , Y is C-CH 2 C0 2 H, Z is CH, and X°V hydrido; 

B is 2-propenyl, A is single b^^^V amidinobenzy1 ' W is N ' X is C " 
CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and xAs hy^o: 

B is isopropyl, A is single bond, Y^sVa^^^fluorobenzyl, W is C- 
OH, X is C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CHWX is hydrido; 

B is isopropyl, A is single bond, Y° is 4-ar^di Wnzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; \ 
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B iA2-butyl, A is single bond, Y° is 4-amidmobenzyl, W is CH, X is C- 
NH 2 , Y is C^CH 2 C0 2 H, Z is CH, and X° is hydrido; 

B is (RP2-butyl, A is single bond, Y° is 4-amidinobenzyl, W is N, X is C- 
CH 2 NH 2 , Y is C-Vo 2 H, Z is CH, and X° is hydrido; 
5 B is 2-propynyU A is single bond, Y is 4-amidinobenzyl, W is C-OH, 

X is C-CH 2 CH 2 NH 2 , V is C-OH, Z is CH, and X° is hydrido; 

B is hydrido, A isCHo* is 4-a mi dinobenzyl, W is C-NH2, X is C- 
CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is eyclopropyl, A is siiigle bond, Y° is 4-amidinobenzyl, W is CH, X is 
1 0 C-NH 2 , Y is C-CH 2 C0 2 H, Z is W and X° is hydrido; 

B is cyclobutyl, A is single Wid, Y° is 4-amidino-2-fluorobenzyl, W is N, 
X is C-CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is cyclobutyl, A is single bondy Y° is 4-amidinobenzyl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, an\l X° is hydrido; 
15 B is eyclopropyl, A is single bond, 1^ is 4-amidino-2-fluorobenzyl, W is 

C-NH 2 , X is C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4ramidinobenzyl, W is CH, X is C- 
NH 2 , Y i? C-CH 2 C0 2 H, Z is CH, and X° is hydkdo; 

B is cyclobutyl, A is single bond, \\s^^^dino-3-fluorobenzyl, W is N, 
20 X is C-CH 2 NH 2 , Y is C-C0 2 H, Z is CH, anc 

B is cyclopentyl, A is single bond, Y° is 4-^nid^iQbe^:yl, W is C-OH, X is 
C-CH 2 CH 2 NH 2 , Y is C-OH, Z is CH, and X° is hj 

B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 OH, Y is C- NH 2 , Z is CH, and X° is hydrido; 
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B is cyclopropyl, A is CH 2 , Y° is 4-amidinobenzyl, W is CH, X is C-NH 2 , 

Y is C-CH-,C0 2 H, Z is CH, and X Q is hydrido; 

B is N 2-(2R)-bicyclo[2.2.1]-heptyl, A is single bond, Y° is 4-amidinQbenzyl, 
W is N, X is C\CH 2 NH 2 , Y is C-C0 2 H, Z is CH, and X° is hydrido; 

B is cyclop^ntyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is C- 
OH, X is C-CH 2 CH2^H 2 , Y is C-OH, Z is CH, and X° is hydrido; 

B is cyclohexyOvA is CH 2 CH 2 , Y° is 4-amidinobenzyl, W is C-NH 2 , X is 
C-CH 2 QH, Y is C- NH 2 , \ is CH, and X° is hydrido; 

B is cyclobutyl, A is single bond, Y° is 4-amidino-2-fluorobenzyl, W is C- 
H, X is C-NH 2 , Y is C- NH 2 , Z\js CH, and X° is hydrido; 

B is cyclobutyl, A is single*bond, Y° is 4-amidino-2-fluorobenzyl, W is C- 
H, X is C-NH 2 , Y is C-CH 2 NH 2 , Z\s CH, and X° is hydrido; 

B is cyclobutyl, A is single borid, Y° is 4-amidino-2-fluorobenzyl, W is C- 
H, X is C-C0 2 H, Y is C-CH 2 NH 2 , Z is^CH, and X° is hydrido; 

B is cyclobutyl, A is single bond, Y\ is 4-arnidinQbenzyl, W is CH, X is 
C-CH 2 C0 2 H, Y is C-CH 2 NH 2 , Z is CH, and^X 0 is hydrido; 

B is cyclobutyl, A is single bond, Y° is ^-amidinobenzyl, W is CH, X is 
C-CH 2 C0 2 H, X is C-NH 2 , Z is CH, WX^%drido; 



B is isopropyl, A is single bond, 
20 X is C-NH 2 , Y is C- NH 2 , Z is CH, and X° is 



io-2-fluorobenzyl, W is C-H, 



B is isopropyl, A is single bond, Y" is 4-amidin^-2-fluorobenzyl, W is C- 
H, X is C-NH 2 , Y is C-CH 2 NH 2 , Z is CH, and X^s hydrido; 

B is isopropyl, A is single bond, Y" is 4-amidino-2-S[uorobenzyl, W is C- 
H, X is C-C0 2 H, Y is C-CH 2 NH 2 , Z is CH, and X° is hydrido; 
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■ isopropyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is 
C^CH 2 C0k Y is C~CH 2 NH 2 , Z is CH, and X° is hydride; 

B is iLropyl, A is single bond, Y° is 4-amidinobenzyl, W is CH, X is 
C-CH 2 C0 2 H, X\s C-NH 2 , Z is CH, and X° is hydrido. 

41. Compound of claim 2 of the Formula: 




"K 



0 



or a pharmaceutically acceptable sak thereof , wherein; 

B is phenyl or a heteroaryt o\ 5 or 6 ring members, wherem a carbon 

10 adjacent to the carbon at the point of aWhment of said phenyl or heteroaryl 
ring to A is optionally substituted by the other carbon adjacent to the 
carbon at the point of attachment is optionW substituted by R 36 , a carbon 

~ adjacent to R 32 and two atoms from the carL at the point of attachment is 

\ ^6 

« , „33 , aHiacerit to R and two atoms from the 
optionally substituted by R , a carbon adjacent to 



15 



35 



carbon at the point of attachment is A^H^tuted by R , and any 

\\ v^. V\ 34 

i. .u r> 33 p 35 i<! orj^naln^ubstituted by R ; 
carbon adjacent to both R andR lsop^auww 



R 32 , R 33 , R 34 , R 35 , and R 36 are independent 



sfected from the 



20 



croup consisting of hydrido, acetamido, haloaceWdoWudino, guamdmo, 
Ilkylenedioxy, haloalkylthio, alkanoyloxy, alkoxy, hydroVy annuo 
alkoxyamino, haloalkanoyl, nitro, alkylamino, alkylthio, ar^ anukyl , cydoalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, alkylsulfonamido Wosulfonyl, 
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alkyl, alkenyl, halo, haloalkyl, haloalkenyl, haloalkoxy, hydroxyalkyl, 

alkylamink carboalkoxy, carboxy, carboxamido, cyano, and Q ; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C3rC8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl, C3-C8 alkynyl, and 
5 C2-C8 haloalkylWherein each member of group B is optionally substituted at 
any carbon up tONakd including 6 atoms from the point of attachment of B to A 

\ 32 33 34 _35 36 

with one or more of the group consisting of R , R , R , R , and R ; 

B is optionally \ C3-C 12 cycloalkyl or a C4-C9 saturated heterocyclyl, 

\ 33 . , 

wherein each ring carbon is optionally substituted with R , a ring carbon other 

1 0 than the ring carbon at the point of attachment of B to A is optionally 

substituted with oxo provided\hat no more than one ring carbon is substituted 
by oxo at the same time, ring canons and a nitrogen adjacent to the carbon 

\ 9 13 

atom at the point of attachment ardyoptionally substituted with R or R , a ring 

carbon or nitrogen adjacent to the Reposition and two atoms from the point of 

1 5 attachment is optionally substituted wit^R 10 , a ring carbon or nitrogen adjacent 

to the R position and two atoms from ttife point of attachment is optionally 

12 \ 
substituted with R , a ring carbon or nitrogen three atoms from the point of 

attachment and adjacent to the R 10 position is\ptionally substituted with R 1 , 
a ring carbon or nitrogen three atoms from the point of attachment and adjacent 



12 x 
20 to the R position is optionally substituted with R , and a ring carbon or 



33 



nitrogen four atoms from the point of att^cf 



^adjacent to the R^ and 



.33 



R positions is optionally substituted with 



R 9 R IQ R U , R 12 , and R 13 are indepen^entfy s3 



toxys 



from the group 
4no, alkanoyl, 



consisting of hydrido, acetamido, haloacetamido, 
2 5 haloalkanoyl, amidino, guanidino, alkyienedioxy , haloalkylthio, alkoxy, 
cycloalkoxy, cycloalkylalkoxy, aralkoxy, aryloxy, heteroaryloW 
heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, ;Wino, 



421 



C-3202 



alkyHarnino, N-alkyl-N-arylamino, arylamino, aralkylamino, heteroarylamino, 
heteXaralkylamino, heterocyclylamino, heterocydylalkylamino, alkylthio, 
alkylsVinyl, arylsulfmyl, aralkylsulfinyU cycloalkylsulfinyl, heteroarylsulfinyl, 
alkylsuXmiido, alkylsulfonyl, arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, 
5 heteroaryLlfonyl, amidosulfonyl, alkyl, aryl, aralkyl, cycloalkyl, 
cycloalkylaW heteroaryl, heterocyclyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkylKhydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, 
carboxyalkyl, cWboxamido, and cyano; 

A is a band or (CH(R 15 )) pa -(W ' ? ) rr wherein rr is 0 or 1, pa is an 

10 integer selected frorii 0 through 3, and W ? is selected from the group 

consisting of O, S, C(0), (R ? )NC(0), (R 7 )NC(S), and N(R ? ); 

R 7 is selected froni the group consisting of hydrido, hydroxy and alkyl; 

R 15 is selected frormthe group consisting of hydrido, hydroxy, halo, 

alkyl, and haloalkyl; 

15 R 1 and X° are independently selected from the group consisting of 

hydrido, alkyl, cyano, halo, haloalkyl, haloalkoxy, amino, aminoalkyl, 
alkyiamino, amidino, hydroxy, hyd^xyamino, alkoxy, hydroxyalkyl, 
alkoxyamino, thiol, and alkylthio; 
R 2 isZ°-Q; 



20 



25 



Z° is selected from the group consisting of a bond, 
W°-(CH(R 42 )) p wherein p is an integer selected from 0 through 3 and W° is 
selected from the group consisting of O, S, and N(R 41 ), and (CH(R 41 )) g -0 
wherein g is an integer selected from 1 ^r<*b\ with the proviso that Z° is 
directly bonded to the pyridone ring; 

Z° is optionally ^KCHCR 42 ))^^^^^^- 1 and W 22 is 
selected from the group consisting of l,2-cycloprc^l,V>Gyclobutyl, 
1,2-cyclohexyl, 1,3-cyclohexyl, 1,2-cyclopentyl, uWWntyl, 
23-morpholinyl, 2,4-morpholinyl, 2,6-moipholinylA4-Wpholinyl, 
3,5-morpholinyl, 1,2-piperazinyl, 13-piperazinyl,23-pipe^zinyl, 
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2,6-pip^azinyl, 1,2-piperidinyl, 13-piperidinyl,23-piperidinyl,2,4-piperidinyl, 
2,6-pipeiMnyl, 3,4-piperidinyl, 1,2-pyrrolidinyl, 13-pyrrolidinyl, 
23-pyrrolidinyU 2,4-pyrrolidinyl, 2,5-pyrrolidinyl, 3,4-pyrrolidinyU 
23-tetrahydrdfuranyl, 2,4-tetrahydrofuranyl, 2,5-tetrahydrofuranyl, and 
5 3,4-tetrahydrofUjanyl, wherein Z° is directly bonded to the pyridone ring and 
22 \ 

W is optiondPlrSubstituted with one or more substituents selected from the 

- - t. 11 r> 12 ^O 13 

group consisting of Ry, R , R , K , ana K ; 

R 41 and R 42 anWdependently selected from the group consisting of 

hydrido, hydroxy, and arriiW, 
10 Q is phenyl or a hetetaaryl of 5 or 6 ring members, wherein a carbon 

adjacent to the carbon at the point of attachment of said phenyl or heteroaryl 

\ 9 

ring to Z° is optionally substitute^ by R , the other carbon adjacent to the 

\ 13 
carbon at the point of attachment is\pptionally substituted by R , a carbon 

9 \ 
adjacent to R and two atoms from the* carbon at the point of attachment is 

10 \ ^13 . r 

15 optionally substituted by R , a carbon adjacent to R and two atoms trom the 

\ 12 
carbon at the point of attachment is optionally substituted by R , and any 

carbon adjacent to both R 10 and R 12 is optionally substituted by R 1 \ with the 
proviso that Q is other than a phenyl when Z° is. a bond; 

Q is optionally hydrido with the proviso mat Z Q is selected from other 
20 than a bond; 

4a 4a \ 

K is CHR wherein R is selected from thfe group consisting of 



hydrido, hydroxyalkyl, alkyl, alkoxyalkyl, alk) 



E° is selected from the group consisting^ 

7 7 
(H)NC(0),(R )NS(0) 2 ,andS(0) 2 N(R ); 



;1, and haloalkyl; 
i,C(0)N(H), 



25 



Y* 1 " is Q b -Q s ; 
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20 



37 38 

v Q S is (CR R )fc wherein b is an integer selected from 1 through 4, 

37 \ 

R is selected from the group consisting of hydrido, alkyl, and haloalkyl, and 

38 \ 

R is selected from the group consisting of hydrido, alkyl, haloalkyl, aroyl, 

and heteroaroyXwith the proviso that there is at least one aroyl or heteroaroyl 
substituent, with lie further proviso that no more than one aroyl or heteroaroyl 

is bonded to (CR It )^ at the same time, with the still further proviso that 

said aroyl and said heteroaroyl are optionally substituted with one or more 

\ 16 17 18 19 

substituents selected from the group consisting of R ,R ,K , andK , 

with another further provisos that said aroyl and said heteroaroyl are bonded to 

37 38 \ 0 

the CR R that is directly bonded to E , with still another further proviso 

x 37 38 

that no more than one alkyl or one haloalkyl is bonded to a CR R at the 

same time, and with the additional proviso that said alkyl and haloalkyl are 
bonded to a carbon other than the onk bonding said aroyl or said heteroaroyl; 

16 17 18 19 \ 

R ,R ,R , andR are independently selected from the group 

consisting of hydrido, amidino, guanidino\carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, alkylarmno, Mkylthio, alkylsulfinyl, 
alkylsulfonyl, alkauoyl, haloalkanoyl alkyl, H^Iq, haloalkyl, haloalkoxy, 
hydroxyalkyl, aminoalkyl, and cyano; 

R 16 or R 19 is optionally selected from ihe group consisting of 



NR 2 °R 21 , N(R 26 )C(NR 25 )N(R 23 )(R 24 ), and C( 



25 23 24 

)NR R , with the 



proviso that R*^, R 19 , and Q b are not simult^gusl^hydrido; 

H .NX 

Q is selected from the group consistlr^^sof 

OA 93 24 25 

N(R )C(NR )N(R )(R ), and C(NR )NR 



Z021 i • j 
R , hydrido, 



/itlnNhe proviso that 



20 21 \ \ * 

no more than one of R and R is selected from th^' group. consisting of 

25 hydroxy, amino, alkylamino, and dialkylamino at the same tim^and with the 
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23 24 

furtlier proviso that no more than one of R and R is selected from the 
group dbnsisting of hydroxy, amino, alkylamino, and dialkylamino at the same 
time; 

7X 21 23 24 25 26 
R \R , R~ , R~ , R~" , and R~ are independently selected from the 

group consisting? hydrido, alkyl, hydroxy, amino, alkylamino and 
dialkylamino. 



42. Compound of Claim 41 of the Formula: 



X ( 





-AT 



10 or a pharmaceutically acceptable sal^thereof , wherein; 

B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl, 

2- furyl, 3-furyl, 2-pyrrolyl, 3-pyrrolyl, 2rimidazolyl, 4-imidazolyl, 

3- pyrazolyU4-pyrazQlyU 2-thiazolyl, 3-isWzolyU and 5-isoxazolyl, wherein a 
carbon adjacent to the carbon at the point of attachment of said phenyl or 

\ 32 

1 5 heteroaryl ring to A is optionally substituted\by R , the other carbon adjacent 

36 

to the carbon at the point of attachment is optionally substituted by R . a 

32 \ 
carbon adjacent to R~ " and two atoms from the carbon at the point of 

.36 



20 



attachment is optionally substituted by R~ \, 

atoms from the carbon at the point of attachme 

35 33 
R , and any carbon adjacent to both R and R 

R 34 : 



adjacent to R and two 
|lly substituted by 

substituted by 



09 34 35 36 \ 

R , R , R , R , and R are independentiy seledted from the 

group consisting of hydrido, amidino, guanidino, methyl, ethyl, Wethoxy, 
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meAvVo. ethylthio, trifluoromethyl, pentafluoroethyl, ^f^ 0 ^ 

amdocarbW.carboxy.cyano.andQ i 
5 B iX«ionally selected from the group consisting of hydrido ethyl, 

2-propenyl, Ar^ny!, propyl- ** ,tt 7 ^ ,** , ^• 

r^nii,^^ 3 -^ 1 ' 2 "^ 1 - 3 '^ 1, y ?^~ 1 

2^.2^X3^^^ 
10 3-he X en y l^hexeny\2-hexynyl.3-hexyn y l,4-hexynyl,2-h2. 
l-metoyM-pentenylA-methyl-S-penKny., l-memyl-2-pen*nyl 

-l^-ltntynyl^V'. I****"*- M 

5-heptynyl. 2-heptyl. l-mW-hexen,., i-methy.-3-hexenyl 
15 l-meU>y^hexen y l,l-me&2-hexynyl,l-me.hyl-3-hexw. 

IthvM-hexynyi, S-heptyll-eO.yM-pentenyl, l-etoyl-3-penfcnyl, 

^trffluoromethyl-SAS-tri^^^ 

35 6 6 6-pentafluorohexyl. and sVtrifluoropropyl, wherem each member of 
2 0 ^ optionaUy su bs *»tedX»y carbon up to and inching 5 atoms 
Im the point of attachment of B toV with one or more of the group 

%o ^3 34 35 \ tv^6 
consisting of R » R ' > R ,R ^ndR ; 

B is optionally selected from thUoup consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, cycl Wyl oxalan-2-yl 
25 2 (2R)-bicyclo[2.2.1]-he P t y l, oxetan-3-yl, Wtidin-l-yl, azeUdin-2-yl 

azeticnno y , j oioe <Sz«wl lYpiperidinyl, 2-pipendinyl, 

«oUnyU-P«U^W| » yrrolidinyl , 
S-piperidtayi^ptpendmyi, ^'TTO. 2 . Ktraiydr op yra n y i, 
2^iox3n y l,2-KU^y^ rafuran y 1 ' 3 " te,, ^T^\. .. , „„ H 
30 3-te,mh y dropyranyl, ~<.ropymny>^^.e" Uand 
3-tetrahydrothienyl, wherein each nng carbonjrT ofoisrMly subsft 
R 33 , ring carbons and a nitrogen adjacent to the car\on atom at the point of 

, • j i? 9 nr R 13 V fine carbon or nitrogen 
attachment are optionally substituted with R orR ,yng 
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adjacent to the R position and two atoms from the point of attachment is 
optionall\substituted with R 10 , and a ring carbon or nitrogen adjacent to the 
R 13 positionWd two atoms from the point of attachment is optionally 

* An 12 

substituted withNR-. ; 

R 9 , R 11 , and R 13 are independently selected from the group consisting 

of hydrido, methyl, e\hyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluofo, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N.N-dimemylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbdnyl, N-methylamidocarbonyl, carboxy, and cyano; 

R 10 and R 12 are independently selected from the group consisting of 

hydrido, amidino, amidocarbonyV N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlVobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarDonyl,N-(2-trifluoromethylbenzyl)ar^ 
NKl-phenylethyl)amidocarbonyl,N-k-memyl-l-phenylethyl)amidocarbonyl, 
N-benzylamidosulfonyl, N-(2-cMorobWyl)arnidosulfonyl, 
N-ethylamidoearbonyl, N4sopropylarnidbcarbonyl, N-propylamidocarbonyl, 
N-isobutylamidocarbonyl,N-(2-butyl)amiW!arbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopenrylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hytiroxyethyl, carboxy, 
carboxymethyl, amino, acetamido, trifluoromethyL pentafluoroethyl, 
2,2,2-trifluoroethyl, trifluoroacetamido, aminomethV, N-methylamino, 
dimethylamino, methoxyamino, armdosulfonyl^-rrtethylamidosulfonyl, 
N,N-dimethylamidosulfonyl, memanesulfonfira^^Vhoxycarbonyl, fluoro, 
chloro, bromo, and cyano; \ 

A is selected from the group consisting of\WnaK^^N(CH 3 ), CH 2 , 

CH 3 CH, CH 2 CH 2 , and CH 2 CH 2 CH 2 ; J \ 

R l and X Q are independently selected from the group\eonsisting of 
hydrido, hydroxy, hydroxymethyl, amino, aminomethyl, methyla>riino, cyano, 
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methy\trifluoromethyl, methoxy, methylthio, trifluoromethoxy, fluoro, and 
chloro; 

r\ is Z°-Q; 

Z° ikselected from the group consisting of a bond, O, S, NH, OCH 2 , 



5 SCH 2 , and N - 

Q is selected from the group consisting of phenyl, 2-thienyl, 2-furyl, 
2-pyrrolyl, 2-imitiazolyl, 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyridyl, 
wherein a carbon\djacent to the carbon at the point of attachment of said 

phenyl or heteroaryH ring to Z° is optionally substituted by R , the other carbon 

1 0 adjacent to the carbonat the point of attachment is optionally substituted by 

R , a carbon adjacent\o R and two atoms from the carbon at the point of 

attachment is optionally substituted by R 10 , a carbon adjacent to R 13 and two 
atoms from the carbon at thte point of attachment is optionally substituted by 
R 12 , and any carbon adjacen\to both R 10 and R is optionally substituted by 

15 R 1 1 , with the proviso that Q is c^her than a phenyl when Z° is a bond; 

Q S is selected from the groupsconsisting of: 

37 37 38 

C[R (benzoyl)(CR R ) b ], 

37 

C[R (2-pyridylcarbonyl)(CI 

37 3' 
20 C[R (3-pyridylcarbonyI)(CR 

C[R 37 (4-pyridylcarbonyl)(CR 37 R 38 )bL 

C[R 37 (2-thienylcarbonyl)(CR 37 R 38 ) b ], 

37 37 38 

C[R (3-thienylcarbonylXCR R ) b 3, 

C[R 37 (2-thiazolylcarbonyl)(CR 37 R 38 )bl. 
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10 



15 



20 



25 



^ 37 38 

C[R Cf-thiazolylcarbonyl)(CR R )bl, and 

\ 37 38. 

C[R 37 (5VhiazolylcarbonylX (CR R \], wherein b is an integer selected 

from 1 thrdugh 3, R and R are independently selected from the group 

consisting oWdrido, alkyl, and haloalkyl, with the proviso that said benzoyl 
and the heter\aroyls are optionally substituted with one or more substituents 

selected from \e group consisting of R 16 , R 1? , R* 8 , and R with the proviso 
that R 17 and R \ are optionally substituted at a carbon selected from other than 

the meta and paraVarbons relative to the carbonyl of the benzoyl or heteroaroyl, 
with the further prdviso that said benzoyl or said heteroaroyl are bonded to the 
carbon directly bonded to amide nitrogen of the l-(amidocarbonymethylene) 
group, and with the still further proviso that is no more than one alkyl or one 
\ 37 38 

haloalkyl is bonded to a CR R at the same time; 



R 16 ,R 17 ,R 18 , 



19 

lid R are independently selected from the group 

consisting of hydrido, methVl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, 
dimethylamino, methylthio, eWlthio, trifluoromethylthio, methylsulfinyl, 
methylsulfonyl, trffiuoromethyY, pentafluoroethyl, 2,2,2-trifluoroethyl, 
trifluoromethoxy, fluoro, chloiA hydroxymethyl, carboxy, and cyano; 

Q b is C(NR 25 )NR 23 R : T or NCR^NR^NCR^XR 24 ); 



„23 24 25 , _26 
R ,R ,R ,and 

consisting of hydrido, metnvl, • 



! independently selected from the group 
hyl. 

ically acceptable salt thereof, 



43. Compound of Claim 42 or a 
wherein; 

B is selected from the group consisting of 2-aminophenyl, 
3-aminophenyl, 3-amidinophenyl, 4-amidinophenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-chlorophenVl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 3-fluordphenyl, 3,4-difluorophenyl, 
3-hydroxyphenyl, 4-hydroxy phenyl, 3-methoVyaminophenyl, 
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3-meth\>xyphenyl, 4-methoxyphenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 
3-trifluofomethylphenyl, 2-imidazoyl, 2-pyridyl, 3-pyridyl, 
S-chlQtxjXtrifluorQmethyl-a-pyridyl, 4-pyridyl, 2-thienyL 3-thienyl, and 
3-trifluororWthyl-2-pyridyl ; 

B is\ptionally selected from the group consisting of hydrido, ethyl, 

2- propenyl, 2Vopynyl, propyl, isopropyl, butyl, 2-butyl, (R)-2-butyl, 
(S)-2-butyl, tcrt£utyl, isobutyl, 1-pentyl, 3-pentyl, 2-methylbutyl, 
2,2,2-trifluoroeth\l, 6-amidocarbonylhexyl, 4-methyl-2-pentyl, 

3- hydroxypropyl,\rmethoxy-2-propyl, 2-methoxy ethyl, 2-methyl-2-bucyl, 
3-methyl-2-butyl, 2\iimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyl, 
2-hydroxyethyl, 2-arriidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 
4=guanidinobutyl, 3-hyV>xypropyl, 4=hydroxybutyl, 6--cyanohexyl, 

2- dimethylaminoethyl, sWethylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 

3- aminopropyl, 2-hexyl, a\d 4-aminobutyl; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cycltoiexyl, oxalan-2-yl, 2-(2R)-bicyclo[2.2.11-heptyl, 
oxetan-3-yl, azetidin-l-yl, azefidin-2-yl ? azetidin-3-yl, l-pyrrolidinyl and 
1-piperidinyl; \ 

A is selected from the group consisting of a bond, CH 2 , CH3CH, 

CH 2 CH 2 , and CH 2 CH 2 CH 2 ; \ 

R 1 and X Q are independently^ selected from the group consisting of 
hydrido, hydroxy, hydroxymethyl, amftao, aminomethyl, cyano, methyl, 
trifluoromethyl, fluoro, and chloro; \ 

R 2 is Z°-Q; \ 

Z° is selected from the group consisting of a bond, O, S, NH, and 

OCH 2 ; f^sX\ 

Q is selected from the group Wtebmg of 
3-amidocarbonyl-5-aminophenyl,3-antfE^a^nyl-5-aminophenyl, 

3-arnino-5-(N-benzylamidocarbonyl)phenyt; 

3=amino--5^N<2-chlorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 

3-arrunoH5-(N-(2-trifluoromethylbenzyl)arrddocarbonyl)phenyl, 

3-amino-MN-(l-phen^lethyl)amidocarb^ 
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3-anuno-S(NK 1-methy 1- 1 -phe^ 

3-amino-5^-heiizylamidosulfonyl)phejiyl, 

3-^no-5-(N-(2-chlorobenzyl)ami , 

3-amino-5-(N^ethylamidocarbonyl)phenyl ? 

3-amino-5-(N-ik>propylamidocarbonyI)phenyl, 

3-amino-5-(N-pK«)ylamidocarbonyl)phenyl, 

3-amino-5-(N-isobutylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-bii^l)amidocarbonyl)phenyl, 

3-amino-5-(N-eyclob\itylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopeWamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohex^amidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3^mino-5=hydroxymethyiphenyl, 5-annno^methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-V-methylphenyl, Samino-2-methylthiophenyl, 
3-aminophenyl, 3-carboxyphfenyl, S-carboxy-S-aminophenyl, 
3-carboxy-^h^droxyphenyU ^c^boxjmethyl-SaminophenyL 
3-carboxymethyl-S-hydroxyphehyl, 3-carboxymethylphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3\5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,^-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanesuifon^aminophenyl, 2-methoxyphenyl, 

3- methoxyphenyl, 3-methoxyaminopWyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylamino£henyl, 2-methylphenyl, 3-methylphenyl, 

4- methylphenyl, phenyl, 3-trifluomacet^snidophenyl, 3-trifluoromethylphenyl, 

2- trifluoromethylphenyl, 5-amino-2-thienVl, 5-amino-3-thienyl, 

3- bromo-2-thienyl, 3-pyridyl, 4-pyridyl, 2-thienyl, and 3-thienyl, with the 
proviso that Q is other than a phenyl or a substituted phenyl when Z° is a bond; 

Y^isQV; \ 

Q s is selected from the group cDnsi&ifrgVf: 
[CH(benzQyl)](CH 2 )b> [CH(2-pyridylcar^ony;^^^) b , 
[CH(3^pyridylcarbonyl)](CH 2 )b» [CH(4-pyrid)^l^l)](CH 2 ) 5 , 
[CH(2-thienylcarbonyl)](CH 2 )b»[CH(3-truenylcarrx>nVl)](CH 2 )b. 
[CH(2-tbjazolylcarbonyl)](CH 2 ) b JCH(4-Uiiazolylcarb6nyl)](CH 2 ) b , 
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and [CH(5-thiazolylcarbonyl)](CH2)b^ wherein b is an integer selected from 1 
through 3/With the proviso that said benzoyl and said heteroaroyls are 
optionally substituted with one or more substituents selected from the group 

\ 16 17 18 19 18 

consisting of R ,R ,R", and R- with the proviso that R" and R" are 

optionally substituted at a carbon selected from other than the meta and para 
carbons relative tb the carbonyl of the benzoyl or the heteroaroyl, and that said 
benzoyl or said heteroaroyl are bonded to the carbon directly bonded to amide 
nitrogen of the l-(arnidocarbonymethylene) group; 

R 16 and R 1 \re independently selected from the group consisting of 

hydrido, amidino, aminOu aminomethyl, methoxy, methylamino, hydroxy, 

hydroxymethyl, fluoro, cWoro, and cyano; 
17 1 R \ 

R and R are independently selected from the group consisting of 
hydrido, fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 
Q b is N(R 26 )C(NR 2 ^N(R 23 )(R 24 ); 

94 9< 26 \ 

R , R , R % and R he independently hydrido or methyl. 



44. Compound of Claim 43 or a phai^paceutically acceptable salt thereof, 
wherein; 

B is selected from the group consisting of 3-aminophenyl, 
3-amidinophenyl, 4-amidinophenyl, 3-chk>rophenyl, 4-chlorophenyl, 
3,4-dichlorophenyl, 2-fluorophenyl, 4-metkylphenyl, phenyl, 2-imidazoyl, 
3-pyridyl, 4-pyridyl, and 3-trifluoromethyl-2-pyridyl; 

B is optionally selected from tl^gro^p consisting of hydrido, ethyl, 

2- propenyl, 2-propynyl, propyl, isopr 
(S)-2-butyl, tert-butyl, isobutyl, 1-pentyL 3^ 
2,2,2-trifluoroethyl, 6-amidocarbonylhex) 

3- hydroxypropyl, l-methoxy-2-propyl, 2-mei ^ 

3- methyl-2-butyi, 2-dimethylaminopropyl, 24;yandethyl, 6-hydroxyhexyl, 
2-hydroxyethyl, 2-amidinoethyl, 2-guanidinoethyl, 3-guanidinopropyl, 

4- guanidinobutyl, 3-hydroxypropyl, 4-hydroxybutyl,Ycyanohexyl, 
2-dimethylaminoethyl, 3-methylbutyl, 2-methylbutyl, (S)-2-methylbutyl, 



2-butyl, (R)-2-butyl, 
^-methylbutyl, 
/l^pentyl, 

2-methyl-2-butyl, 
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3-amiriopropyl, 2-hexyl, and 4-aminobutyl; 

B is optionally selected from the group consisting of cyclopropyl, 
cyclobutyl, cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2,2.1]-heptyl, 
oxetan-3-yVazetidin-l-yl, azetidin-2-yl, azetidin-3-yl, and 1-piperidinyl; 

A is Selected from the group consisting of a bond, CH 2 , CH 2 CH 2 and 
\ 

CH 2 CH 2 CH 2 \ 

X° is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, ariuno, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; \ 

R 1 is selected from the group consisting of hydrido, hydroxy, 
hydroxymethyl, amino, aminomethyl, cyano, methyl, trifluoromethyl, and 
fluoro; \ 

R 2 isZ°-Q; \ 

Z° is selected frorti the group consisting of a bond, O, S, and NH; 
Q is selected from the group consisting of 
3-armdoeajbQuyl-5-aimnQp^ 

3-amino-5-(N<2-cMorobenzyl)amidocarbonyl)phenyl, 
3-aimnc>-5-(N<3-fluorobenzyl>amidocarbonyI)phenyl, 
3-amino-5-(N<2-trifluoromemy\benzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-( 1 -phenylemyl)arrodocarbonyl)phenyl , 
3-armno-5-(NKl-memyl-l-phenylWyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonybphenyl, 

3-aniinc-5-(NK2-chlorobenzyl)amidbsulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)pntenyl, 

S-anTino^SCNMSopropylamidcKia^b^ylwhenyl, 

3-amino-5-(N-propylanudocarbofiyl^^^iyl, 

3-aminc-5-(N-isobutylamidc«arbcW0M^(l, 

3-amino-5-(N-(2-butyl)arnidc«arbony^ 

3-anuno-5-(N-cyclobutylanTidocarbonyl)pntoyC3 

3-amino-5<N-cyclopentylamidocarbonyl)pheW, 

3-anuncH5-(N-cyclohexylamidocarbonyl)phenVl,3-aminophenyl, 

3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-\liaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-me^hanesulfonylaminophenyl, 
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3-niethylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, 
3-trifWroacetamidophenyl, 3-bromo-2-thienyl, 2-thienyl, and 3-thienyl, with 
the pr\iso that Q is other than a phenyl or a substituted phenyl when Z is a 
bond; 

is selected from the group consisting of 5-guanidino- 1-oxo- 1 -(2- 

thiazolyO^Wn^r, 5-guaiudino^ 
oxo- l-(5-thiaYolyl)-2-pentyl, 5-guanidino- 1-oxo- l-(4-amino-2-thiazolyl)-2- 
pentyl, and 5-guanidino- 1-oxo- l-phenyl-2-pentyl. 

45. A compound\s recited in Claim 41 where said compound is selected from 
the group of the Formula: 

R 1 



X 1 





rAT 



or a pharmaceutically acceptable salt thereof, wherein; 

R 2 is 3-aminophenoxy, B is phenyl, A is CH 2 , is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R 1 is hydrdxymethyl, and X° is hydrido; 

R 2 is phenoxy, B is phenylV is CH 2 CH 2 , Y* 7 is 5-guanidino- 1 -oxo- 1 -(2- 

thiazolyl)-2-pentyl, R 1 is hydroxymethyl, and X° is hydrido; 

R 2 is benzyloxy, B is ph«Ais CH^CH^Y* 7 is 5-guanidino- 1-oxo- 1- 

(2-thiazolyl)-2-pentyl, R 1 is hydi^x^tkl, and X° is hydrido; 

R 2 is phenoxy, B is phenyl>^^CH 2 ,Y AT is 5-guanidino- 1-oxo- 1 -(2- 

thiazolyl)-2-pentyl, R 1 is hydroxymethyl, anMX^ is hydrido; 

R 2 is benzylamino, B is phenyl, A is OH 2 CH 2 ,Y AT is 5-guanidino- 1-oxo- 

l-(2-thiazolyl)-2-pentyl, R 1 is hydroxymethyl, And X° is hydrido; 
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\R 2 is phenoxy, B is phenyl, A is CHjCH^Y* 7 is 5-guanidino-l-oxo-l-(2- 

tliiazolylY2-pentyl, R 1 is hydroxymethyl, and X° is hydrido; 

RAis 3-aminophenoxy, B is phenyl, A is CH 2 ,Y AT is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2rpentyl, R 1 is aminomethyl, and X° is fluoro; 

R 2 is pfcxy, B is phenyl, A is CH 2 CH 2 ,Y AT is 5-guanidino-l-oxo-l-(2- 

thiazolyl^-pentyUyR 1 is aminomethyl, and X° is fluoro; 

R 2 is benzylW B is phenyl, A is CH 2 CH 2 ,Y AT is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R~ is aminomemyl, and X Q is fluoro; 

R 2 is phenoxy, b\s phenyl, A is O^CH^Y^ is ^guanidino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, R 1 is arrimomethyl, and X° is fluoro; 

R 2 is benzyloxy, B isVenyl, A is CH 2 CH 2 , Y AT is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R 1 is aniinomethyl, and X° is fluoro; 

R 2 is phenoxy, B is phenyV A is CHjCH^Y^ is 5-guanidino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, R 1 is arninomethW, and X° is fluoro; 

R 2 is 3-aminophenoxy, B is phWyl, A is CH^Y* 1 " is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R 1 is fluoro, and is hydroxy methyl; 

R 2 is phenoxy, B is phenyl, A is O^CH^Y^ is 5-guanidino=l-oxo--l=(2- 

thiazolyl)-2-pentyl, R 1 is fluoro, and X° is hWoxymethyl; 

R 2 is benzylamino, B is phenyl, A is GH 2 CH 2 , Y AT is 5-guanidino-l-oxo- 

l-(2-thiazolyl)-2-pentyl, R 1 is fluoro, an^X^^ydroxymethyl; 

R 2 is phenoxy, B is phenyl, A is O^G^^^ is 5-guanidino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, R 1 is fluoro, and X° is hyd>o^ynWhW 

R 2 is phenythio, B is phenyl, A is CH 2 CH 2 , Y^ 7 is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R 1 is fluoro, and X° is hydroxy methyl; 
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I 2 is phenoxy, B is phenyl, A is CH 2 CH 2 , Y* T is 5-guanidino-l-oxo-l-(2- 

thiazolyi)-i-pentyi, R 1 is fluoro, and X° is hydroxymethyl; 

R 2 K 3-aminophenoxy, B is phenyl, A is CH 2 ,Y AT is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2\>entyl, R 1 is methoxy, and X° is aminomethyl; 

R 2 is phfcoxy, B is phenyl, A is CH 2 CH 2 , Y AF is S-guanidino-l-oxo-l-(2- 

thiazolyl^-pentyl/tfl 1 is methoxy, and X° is aminomethyl; 

R 2 is benzyldxy, B is phenyl, A is CH 2 CH 2 , Y* 1 " is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R 1 is methoxy, and X° is aminomethyl; 

R 2 is phenoxy, b\s phenyl, A is CH 2 CH 2 ,Y AT is 5-guarddino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, R 1 is methoxy, and X° is aminomethyl; 

R 2 is benzylthio, B is\henyl, A is CH 2 CH 2 , is 5-guanidino-l-oxo-l- 

(2-thiazolyl)-2-pentyl, R 1 is methoxy, and X° is aminomethyl; 

R 2 is phenoxy, B is phenyL A is CH 2 CH 2 ,Y AT is 5-guanidino-l-oxo-l-(2- 

thiazolyl)-2-pentyl, R 1 is methoxy, aW X° is aminomethyl; 

R 2 is 3-aminophenoxy, B is phenyl, A is CH 2 CH 2 , Y AT is 5-guanidino-l- 

oxo-l-(2-thiazolyl)-2-pentyI, R 1 is aminVnethyl, and X° is chloro; 

\ AT 

R 2 is 3=aminophenoxy, B is phenyl, A is CH 2 CH 2 ,Y is 5=guanidino-l- 



oxo-l-(2-thiazolyl)-2-pentyl, R is cl 



id X° is hydride; 



\ \v%x AT 

R 2 is 3,5-diaminophenoxy, BHs pB^y^Ais CH 2 CH 2 ,Y is 5-guanidino- 

l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chl<W W Is^iydrido; 

R 2 is 3-carboxy-5-aminophenoxy, B ls-pl&nyJ^Asis CH 2 CH 2 , Y A is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chldro, and X° is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenoxy, B is phenyl, A is 
CH 2 CH 2 ,Y AT is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and 

X Q is hydrido; 
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\ R 2 is 3,5-diaminophenoxy, B is isopropyl, A is single bond, Y is 5- 
guanid\o-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and X° is hydrido; 

\_ AT . 

R\ is 3-carboxy-5-aminophenoxy, B is isopropyl, A is single bond, Y is 
5-guanidinoVoxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3^riino-5-(N-benzylamidocarbonyl)phenoxy, B is isopropyl, A is 
single bond, Y AT i^5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and 

X° is hydrido; \ 

\ AT . 

R 2 is 3,5-diamirtophenoxy, B is cyclobutyl, A is single bond, Y is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and X° is hydrido; 

\ AT . 

R 2 is 3-carrjoxy-5-aniinophenoxy, B is cyclobutyl, A is single bond, Y is 
5-guanidino-l-oxo-l-(2-thiazoiyn-2-pentyl, R 1 is chloro, and X° is hydrido; 

R 2 is3-arruno-5-(N-benzyWiidocarbonyl)phenoxy, B is cyclobutyl, A is 
single bond, Y AT is 5-guanidino-l-oxVl-(2-thiazolyl)-2-pentyl, R 1 is chloro, and 

X° is hydrido. \ 

R 2 is 3-aminophenylthio, B is phenyl, A is CH 2 CH 2 , Y AT is 5-guanidino-l- 

oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, add X° is hydrido; 

\ AT . 

R 2 is 3^-diaminophenylthio, B is pherM, A is CH 2 CH 2 , Y is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is dJoro, and X° is hydrido; 

R 2 is 3-earboxy-5-aminophenylthi<^^wienyl, A is CH 2 CH 2 , Y A is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R\isWoXand X° is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarbony4^he^^^, B is phenyl, A is 
Cl-^CH^Y^ is 5-guarudino-l-oxo-l-(2-thiazolyl)^erm^R 1 is chloro, and 

X° is hydrido; \ 

\ AT . 

R 2 is 3,5-diaminophenylthio, B is isopropyl, A is singfts bond, Y is 5- 
guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and X° Is hydrido; 
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R 2 is 3-carboxy-5-aminophenylthio, B is isopropyl, A is single bond, Y is 

5-gua n i\o-l-oxo-l-(2-thiazolyl)-2-pentyl ) R 1 is ehloro, and X° is hydrido; 

R 2 \3-amino-5-(N-benzylamidocarbonyl)phenylthio, B is isopropyl, A is 



single bond, yY is 5-guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and 



x 5 
rO : 



AT 



X° is hydrido; 

\ AT 

R 2 is 3,5-dia\iinophenylthio, B is cyclobutyl, A is single bond, Y is 5- 
guanidino-l-oxo-l-(2-tlna Z olyl>2-pentyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-carboxy-\arninophenylthio, B is cyclobutyl, A is single bond, Y 
is 5-guanidino-l-oxo-l-(2-tn^zolyl)-2-pentyl, R 1 is chloro, and X Q is hydrido; 

R 2 is3-arruno-5-(N-beWylamidocarbonyl)phenylthio, B is cyclobutyl, A is 
single bond, Y AT is Sguanidino-Koxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, and 

X° is hydrido; 

R 2 is 3-amino-2-thienyl, B is phenyl, A is CH 2 CH 2 , Y* 1 " is 5-guanidino-l- 
oxo-l-(2-thiazolyl)-2-pentyl, R l is chloroV and X Q is hydrido; 

R 2 is 3,5-dianmQ-2-thienyl, B is pWenyl, A is CH 2 CH 2 , is 5- 
auanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R X \ chloro, and X° is hydrido; 

° \ AT . 

R 2 is 3-carboxy-5-amino-2-thienyl, B isWnyl, A is CH 2 CH 2 , Y is 5- 
auanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chW and X° is hydrido; 

R 2 is 3-anuno-5KN-benzylarrudoca^yl^2Vienyl, B is phenyl, A is 



ltyl, R is chloro, and 



. __AT . . 

i,Y is>- 



CH 2 CH 2 ,Y is 5-guanidino-l-oxo-l-(2-thia2 

X° is hydrido; 

R 2 is 3,5-diamino-2-thienyl, B is isopropyl, A 

guamdino-l-oxo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, anH X 1 ? is tiydrid°> 

R 2 is 3-carboxy-5-amino-2-thienyl, B is isopropyl, A isVingle bond, Y' is 
5-guanidino-l-oxo-l-(2-thiazolyD-2-pentyl, R 1 is chloro, and X°\s hydrido; 
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R 2 i^-armno-5-(N-benzylamidocarrx)nyl)-2-thienyl, B is isopropyl, A is 
ale bond, y\ is 5-guanidino-l-oxo-l-(2-tbiazolyl)-2-pentyl, R 1 is chloro, and 



X° is hydrido; x 

\ AT . 

R 2 is 3 ^diamino-2-thienyl, B is cyclobutyl, A is single bond, Y is 5- 
auanidino-l-oxo^l-(2Hhiazolyl)-2-pentyl, R 1 is chloro, and X° is hydrido; 

° \ AT 

R 2 is 3-carboxyYamino-2-thienyl, B is cyclobutyl, A is single bond, Y is 
5-guanidino-l-oxo-l-(2-tLzolyl)-2-pentyl ) R 1 is chloro, and X° is hydrido; 

R 2 is 3-armno-5-(NVnzylamidocarbonyl)-2-thienyl, B is cyclobutyl, A is 
single bond, Y AT is 5--guanidinY-l--oxo--l--(2--thiazolyl)--2--pentyl, R 1 is chloro, and 

X° is hydrido. 

46. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of any one of Claims 8, 16^24, 32, 40, and 45 and a 
pharmaceutically acceptable carrier. 

47. A composition for inhibiting thrombose conditions in blood comprising a 
compound of any one of Claims 1 throughY Claims 9 through 15, Claims 17 
through 23, Claims 25 through 31, Claims 3Wrough 39, and Claims 41 
through 44 and a pharmaceutically a'S^ptableVarrier. 

48. A method for inhibiting thrombotic\c^Msm blood comprising adding 
to blood a therapeutically effective amour>of^^^^itLQn of any one of 
Claims 46 and 47. 

25 49. A method for inhibiting formation of blood platelet aggregates in blood 

comprising adding to blood a therapeutically effective am° unt of a composition 
of any one of Claims 46 and 47. 

50. A method for inhibiting thrombus formation in blood cWprising adding to 
30 blood a therapeutically effective amount of a composition oP^ny one of Claims 
46 and 47. 
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51. A niethod for treating or preventing venuous thromboembolism and 
pulmonary embolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition of any one of Claims 46 and 
47. 



^3 
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52. A method far treating or preventing deep vein thrombosis in a mammal 
comprising administering to the mammal a therapeutically effective amount of a 
composition of of any one of Claims 46 and 47. 

53. A method for treating or preventing cardiogenic thromboembolism in a 
mammal comprising administering to the mammal a therapeutically effective 
amount of a compositions any one of Claims 46 and 47. 

54. A method for treating orpreventing thromboembolic stroke in humans and 
other mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of any one of Claims 46 and 47. 

55. A method for treating or preventing thrombosis associated with cancer and 
cancer chemotherapy in humans andVrther mammals comprising administering 
to the mammal a therapeutically effective amount of a composition of any one 
of Claims 46 and 47. 

56. A method for treating or preventing unstable angina in humans and other 
mammals comprising administering to the nWmal a therapeutically effective 
amount of a composition of any one of Claims 46 and 47. 
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57. A method for inhibiting thrombus forfftafi 
blood a therapeutically effective amount oi 
through 45 with a therapeutically effective amfc 
antagonist. 



Sn blood comprising adding to 
and of any one of Claims 1 
^rinogen receptor 
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58. The use of a compound of any one of Claims 1 through 45, or a 
pharmaceutical^ acceptable salt thereof, in the manufactute of medicament for 
inhibiting thrombus formation, treating thrombus formatioii^or preventing 
thrombus formation in a mammal. 
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59 AVethod of treating or preventing a TF VIIA-mediated disorder in a 
subject^ administering a therapeutically effective amount of a compound or a. 
pharmaclLally acceptable salt thereof, said compound selected from the 

group consisting of: 

N^Armnoimmomethylphen^ 

chloro-34N,N^me^^ n ^ 

N4[4-am\oirmnomemylphenyl]meth y l]-24l46-[3-aminophenyl]-3- 

^-ethyl-N-memyV^^ 

N^^armnoinomethylphenyllmethyll-^tl-^tS-aminophenyn-S- 

[N N-diethylhydrazinoVoxo- l(4H)-pyridinyl]]ac e tamide; 

N4[4-^inoirninWhy^ 
diaminophenyl]-3-[N,N-di\ethylhydrazino]-2-oxo-l(2H)- 

pyridinylllacetamide; \ ..no 

N4[4-aminoLmAn^^ 
[N,N-dimethylhydmzino]-2-oxo\(2H)-pyridinyl]]acetarmd^ 

N-tE^aminoiminomemylpXenyUmethyll^-tl-te-P-armno 
rNN^methylhydrazino]^fluoro-\-oxo-l(2H)-pyridin y l]]acet^ 

N-[[4-aminoiminomethylphenVl]methyl]-2-[l-[6-[3-amino-5- 
carboxyphenyl]^chloro-3-[N,N-dimeWlhydrazino]-2-oxo-l(2H)- 

pyridinyl]]acetamide; \ 

N^armnoiminomethylpheny^ 
M N-ethyl-N-methylhydrazino]^^ 

N-[[4-armnoiniinomethylph^ 

3-[N,N-diethylhydrazino]-2^ 

N-[[4-aminoinunomethylphenylVe^^ 
diaminophenyl]-3-[N,N-dimemylhydrazina^-oJ^H)- 

pyridinyl]]acetamide; \ 

N4I4-anunoiminomethylphenyl]methyll-2-[lX^6-[3-amino-5- 

) C arboxyphenyl]-3-[N,N-dimethylhydrazino]-2-oxo-l(2^)- 

pyridinylllacetamide; \ 

N-[[4-aminoiminomethylphenyl]methylj-2-[l-[6-[%amino-5- 

carboxypheny]- 3-[N,N-dimethylhydrazino]-4-fluoro- 2-0X0^1(2^- 

pyridinyl]]acetamide. \ 
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6o\method of treating or preventing a TF VIIA-mediated disorder in a 
subjecU>y administering a therapeutically effective amount of a compound or a 
pharmac^utically acceptable salt thereof, said compound of the formula: 

,1 




wherein; 

R 2 is 3-aminopheny\B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R 1 is hydride, and X° is hydrido; 

R 2 is 3-aminophenyl, B is\phenyl, A is CH 2 , Y° is 4-amidinobenzyl, R 1 is 

hydrido, and X° is hydrido; 

R 2 is phenyl, B is 3-chlorophertyl, A is CH 2 CH 2 , Y° is 4.amidinobenzyl, 

R 1 is hydrido, and X° is hydrido; 

R 2 is 3-dimethylaminophenyl, B is phenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 2-methylphenyl, B is phenyl, A is C^ 2 CH 2 , Y° is 4-amidinobenzyl, 

R 1 is hydrido, and X° is hydrido; 

R 2 is phenyl, B is 3-aminophenyl, A is^QW Y° is 4-amidinobenzyl, 

R 1 is hydrido, and X° is hydrido; 

R 2 is3-amidocarbonyl-5-aminophenyl, B lsA-ch^bhenyl, A is CH 2 CH 2 , 

Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is3-amino-5-(N-benzylamidocarbonyl)phenyl, B is\3-chlorophenyl, A 
is CH 2 CH 2 ,Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 
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\ R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 3- 
chloropW A is CH 2 CH 2 y is 4-amidinobenzyl, R 1 is chloro, and X° is 

hydrido; \ 

R 2 isVamino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is3- 
chlorophenylXcH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 is chloro, and X° is 

hydrido; \ 

R 2 is 3-aminV5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)- phenyl, B is 

3-chloro P henyl, A is cLcH 2 , Y° is 4-amidinobenzyl, R 1 is chloro, and X° is 

hydrido; \ 

R 2 is 3,5-diaminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R 1 is chloro, an>d X° is hydrido; 

R 2 is 3-armno-5-carboxyVnyl, B is 3-chlorophenyl, A is CH 2 CH 2 ,^ is 

4-amidinobenzyl, R 1 is chloro, and k° is hydrido; 

R 2 is 3-amidocarrK>nyl-5-arrdnWhenyl, B is 3-chlorophenyl, A is CH 2 CH 2 

Y° is 4-amidinobenzyl, R 1 is hydrido, an\x° is hydrido; 

R 2 is 3 -armno-5-(N-benzylamidocaW>nyl)phenyl, B is 3-chlorophenyl, A 
is CH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-armno-MN-(2-chlQrQben^ B is 3- 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-armdinoteA R 1 is hydrido, and X° is 

hydrido; V \ 

r 2 is 3,armno--5--(N-^crdorobenzyl^ B is 3 " 

chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenW^^do, and X° is 

hydrido; 1 \ 

R 2 is 3- am ino-5-(N-(2-trifluoromethylbenzyl)amidocVbonyl)- phenyl, B 

5 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, R 1 is hyWio, and X° is 

hydrido; \ 
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R 2 is 3,5-diaminophenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , Y° is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

i? is 3-ajnino-5-carboxyphenyl, B is 3-chlorophenyl, A is CH 2 CH 2 , 

Y° is 4-amidinobenzyl, R 1 is hydrido, and X° is hydrido; 



R 2 is\a£Snophenyl, B is 2,2,2-trifluoroethyl, A is single bond, Y° is 4- 

amidinobenzyl, is hydrido, and X° is hydrido; 

R 2 is 3-amWhenyl, B is (S)-2-butyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 isVdrido, and X° is hydrido; 

R 2 is 5-aminc>-2\fluorophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 2-methyl-3-aminophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido,\nd X° is hydrido; 

R 2 is 3-aminophenyl, B Methyl, A is single bond, Y° is 4-amidinobenzyl, 

R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethV A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-propeiWl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydHdo; 

R 2 is 3-aminophenyl, B is isopropyl, A\^ single bond, Y° is 4-amidino-2- 

fluorobenzyl, R 1 is hydrido, and X° is h) 

R 2 is 3-aminophenyl, B is isopropjH 
amidinobenzyl, R 1 is hydrido, and X° is hydric 

R 2 is 3-aminophenyl, B is 2-butyl, A is sii 

R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is (R)-2-butyl, A is single 

amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
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\ R 2 is 3-aminophenyl, B is 2-propynyl, A is single bond, Y° is 4- 
a^dinobenzyl, R 1 is hydrido, and X° is hydride; ^ 
\ R 2 is 3-aminophenyl, B is 3-pentyl, A is single bond, Y is 4- 

amidinoWyl, R 1 is hydrido, and X° is hydrido; 
5 As 3-a^inophenyl, B is hydrido, A is CH 2 , Y° is 4-amidinobenzyl, R » 

hydrido, and V 3 is hydrido; 1 

R 2 is 3\nnophenyl, B is ethyl, A is CH 2 , Y° is 4-amidinobenzyl, R is 

hydrido, and X° isWrido; q 

R 2 is 3-aminVenyl, B is 2-methypropyl, A is single bond, Y is 4- 

10 amidinobenzyl, R^ is hydrido, and X* is hydrido; 

R 2 i§ 3-«hek B is 2-propyU A is CH 3 Oi Y is 4-amidinoben^U 

R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, BWopyl, A is single bond, Y is 4-amidino-2- 

fluoiobenzyl, R 1 is hydrido, and x\is hydrido; ^ 

R 2 is 3-aminophenyl, B is 6-aWdocarbonylhexyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° iVdrido; 

R 2 is 3-aminophenyl, B is tert-buty\ A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is hydW 

r 2 is 3-aminophenyl, B is tert-bu^^single bond, Y is 4- 

amidinobenzyl, R 1 is hydrido, and X° is H^S^ 0 

r 2 is 3-aminophenyl, B is 3-hydrox9t>^m^ le bond ' Y ^ 
amidinobenzyl, R 1 is hydrido, and X° is hydrido>- 3 k>- 

R 2 is 3-aminophenyl, B is 2-methylpropyl, A is sWle bond, Y is 4- 
amidino-2-fluorobenzyl, R 1 is hydrido, and X° is hydridoX 

r2 is 3-aminophenyl, B is butyl, A is single bond, Y Wamidinobenzyl, 

R 1 is hydrido, and X° is hydrido; \ 
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R 2 is 3-aminophenyl, B is l-methoxy-2-propyl, A is single bond, Y° is 4- 

amidihpbenzyl, R 1 is hydrido, and X° is hydrido; 

fc 2 i s 3-aminophenyl, B is l-methoxy-2-propyl, A is single bond, Y° is 4- 

armdinobenzyl, R 1 is hydndo, and X° is hydrido; 



R* is 3' 



^nophenyl, B is 2-methoxy ethyl, A is single bond, Y is 4- 



amidinobenzyl, R\is hydrido, and X° is hydrido; 

R 2 is 3-ammWnyl, B is 2-propyl, A is single bond, Y° is 5-amidino-2- 

thienylmethyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminopheV B is 2-propyl, A is single bond, Y° is 4-amidino-3- 

fluorobenzyl, R 1 is hydrido, sind X° is hydrido; 

R 2 is 3-carboxyphenyl/B is 2-propyl, A is single bond, Y° is 4- 

amidinobenzyl, R l is hydrido, andV 9 is hydrido; 

R 2 is 3-aminQphenyU B is 2-Vpyl, A is single bond, Y° is 4-armdino-3- 

fluorobenzyl, R 1 is hydrido, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2,2,2-triWoethyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° iWdrido; 

R 2 is 3-aminophenyl, B is (S>2-butyl, \is single bond, Y° is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydWo; 

R 2 is 5-amino-2-fluorophenyl, B is ^sq^pVa is single bond, Y° is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° iVby^^^. 

R 2 is 2-methyl-3-aminophenyl, B is isoproW^^gle bond, Y° is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; \<J 

R 2 is 3-aminophenyl, B is ethyl, A is single bond, Y° Wamidinobenzyl, 

R 1 is aminomethyl, and X° is hydrido; \ 

R 2 is 3-aminophenyl, B is ethyl, A is single bond, Y° is 44midino-2- 

fluorobenzyl, R 1 is aminomethyl, and X° is hydrido; \ 
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R 2 is 3-aminophenyl, B is 2-propenyl, A is single bond, Y° is 4- 
amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

is 3-aminophenyl, B is isopropyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyKR 1 is aminomethyl, and X° is hydrido; 

R 2 is 3^ninophenyl, B is isopropyl, A is single bond, Y is 4- 

amidinobenzyl, R\is aminomethyl, and X° is hydrido; 

R 2 is 3-ammVhenyl, B is 2-butyl, A is single bond, Y° is 4-amidinobenzyl, 

R 1 is aminomethyl, and\X° is hydrido; 

R 2 i s 3-aminophenyl, B is (R)-2-butyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is armnonWhyl, and X° is hydrido; 

R 2 is 3-aminophenyl, b\* 2-propynyl, A is single bond, Y° is 4- 
amidinobenzyl, R 1 is armnomethyWi X Q is hydrido; 

R 2 is 3-aminophenyL B is 3-Wyl, A is single bond, Y° is 4- 
amidinobenzyl, R 1 is aminomethyl, andV 5 is hydrido; 

R 2 is 3-aminophenyl, B is hydrido^A is CH 2 , Y° is 4.amidinobenzyl, R 1 is 

aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is ethyl, A is C^, Y° is 4-amidinobenzyl, R l is 

aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 2-methypro^ a\s single bond, Y u is 4- 

amidinobenzyl, R 1 is aminomethyl, and X Q is( 

R 2 is 3-aminophenyl, B is 2-propyl, aV\^^\ * 4-amidinobenzyl, 

R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is propyl, A is single bond, Y^is 4-amidino-2- 

fluorobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is 6-amidocarbonylhexyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 
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R is 3-aminophenyl, B is tert-butyl, A is single bond, Y is 4- 
amicfr^iobenzyl, R 1 is aminomethyl, and X° is hydrido; 

2 0 

* is 3-aminophenyl, B is tert-butyl, A is single bond, Y is 4- 

amidinobenkyl, R^ is aminomethyl, and X° is hydrido; 

2 \ 0 . 

R is 3\aminophenyl, B is 3 -hydroxy propyl, A is single bond, Y is 4- 

amidinobenzyl, R\is aminomethyl, and X° is hydrido; 

o \ o 

R is 3-amin<smhenyl, B is 2-methylpropyl, A is single bond, Y is 4- 

amidino-2-fluorobenzyl\R* is aminomethyl, and X° is hydrido; 

2 \ o 

R^ is 3-aminophenyl, B is butyl, A is single bond, Y is 4-amidinobenzyl, 

R* is aminomethyl, and X° isiiydrido; 

2 \ o 

R is 3-aminophenyl, B i\ l-methoxy-2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R - is aminomethyl, and X° is hydrido; 

? \ o 

R_ is 3-aminophenyU B is l-me&oxy- 2-propyl, A is single bond, Y is 4- 



amidinobenzyl, R is aminomethyl, and X ^is hydrido; 

7 \ 0 

15 R is 3-aminophenyl, B is 2-methoxy^thyl, A is single bond, Y is 4- 

amidinobenzyl, R* is aminomethyl, and X° is hydrido; 

2 \ 0 

R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is 5-anudino-2- 



thienylmethyl, R is aminomethyl, and X° is hydridop 
R is 3-aminophenyl, B is 2-propyl, A i$ 

2 0 fluorobenzyl, R 1 is aminomethyl, and X° is hydn£ 

2 x 
R is 3-carboxyphenyl, B is 2-propyl, A is sm| 

amidinobenzyl, R^ is aminomethyl, and X° is hydrido; 
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Bond, Y is 4-amidino-3- 



4- 



2 0 \ 

R is 3-aminophenyl, B is 2-propyl, A is single bond, Y is^-amidino-3 

fluorobenzyl, R"** is aminomethyl, and X° is hydrido; 

R 2 is 3-amidocarbonylo-aminophenyl, B is 2-propyl, A is singl^bond, Y^ 

is 4-amidinobenzyl, R^ is chloro, and X° is hydrido; 
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\ R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is 2-propyl, A is 
single bW, Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

r2\s 3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-akiino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is 2-propyl, 
A is single bond, v\is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-amino\5-(N-(2-trifluorornethylbenzyl)amidocarbonyl)- phenyl, B is 
2-propyl, A is single bonV Y Q is 4-amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3,5-diaminopfienyl, B is 2-propyl, A is single bond, Y° is 4- 

amidinobenzyl, R 1 is chloro, and X° is hydrido; 

R 2 is 3-arnino-5-carboxyphenyl, B is 2-propyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is chloro, and X^\is hydrido; 

R 2 is 3-arrudocarbonyl-^ami^henyl, B is 2-propyl, A is single bond, Y 

is 4-amidinobenzyl, R 1 is hydrido, and X*? is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarboriyl)phenyl, B is 2-propyl, A is 
single bond, Y° is 4-amidinobenzyl, R 1 is hydW and X Q is hydrido; 

R 2 is 3-armno-5-(N-(2-chlorobenzyl)amW;arbonyl)phenyl, B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl, R^*o, and X° is hydrido; 

R 2 is 3-armno-5-(N-(2^chlorobenzyl)^^^Wl)phenyl B is 2-propyl, 
A is single bond, Y° is 4-amidinobenzyl R 1 is hyd^^d^is hydrido; 

R 2 is3-aniino-5-(N-(2-trifluoromethylbenzyl)amiapcarbonyl)- phenyl, B is 
2-propyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is hycttddo, and X° is 
hydrido; \ 

R 2 is 3,5-diaminophenyl, B is 2-propyl, A is single bond>Y is 4- 



amidinobenzyl, R 1 is hydrido, and X° is hydrido; 
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\ R 2 is 3-amino-5-carboxyphenyl, B is 2-propyl, A is single bond, Y° is 

4-amidinobenzyl, R 1 is hydride, and X° is hydrido; 

rXs 3-aminophenyl, B is cyclopropyl, A is single bond, Y is 4- 

amidinobenzV R 1 is aminomethyl, and X° is hydrido; 

R 2 is 34minophenyl, B is cyclobutyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, R 1 isWninomethyl, and X° is hydrido; 

R 2 is 3-aminoWnyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is amtaomethyl, and X° is hydrido; 

R 2 is 3-aminophenY B is cyclopropyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, R 1 is armnomethM, and X° is hydrido; 

R 2 is 3-aminophenyl, B iWlobutyl, A is single bond, Y Q is 4- 
amidinobenzyl, R 1 is aminomethyl ,Vi X Q is hydrido; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is single bond, Y° is 4-arnidino-3- 

fluorobenzyl, R 1 is aminomethyl, and X°ls hydrido; 

R 2 is 3-aminophenyl, B is cyclopentk A is single bond, Y° is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is Kydndo; 

R 2 is 5-amino-2-thienyl, B is cyclobutyl, Ais single bond, Y is 4- 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is cycloprop>^A' Y° is 4-amidinobenzyl, 

R 1 is aminomethyl, and X° is hydrido; \, 

R 2 is 3-aminophenyl, B is 2-(2R)-bicyclol2^n^^ is single bond, 
Y° is 4-amidinobenzyl, R 1 is aminomethyl, and X° is hydrido\ 

R 2 is 3-aminophenyl, B is cyclopentyl, A is single bondV is 4-amidino-2- 
fluorobenzyl, R 1 is aminomethyl, and X° is hydrido; \ 

R 2 is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y is 4\ 

amidinobenzyl, R 1 is aminomethyl, and X° is hydrido; \ 
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is 2-hydroxyphenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobeW, R 1 is aminomethyl, and X° is hydrido; 

R 2 isphenyl, B is cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, R 1 

is aminomethyl, and X° is hydrido; 
5 R 2 is 3-thiefayl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 isViinomethyl, and X° is hydrido; 

R 2 is 2,6-dichloXphenyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is amindmethyl, and X° is hydrido; 

R 2 is 3-aminophenyl/B is cyclopropyl, A is single bond, Y is 4- 

1 0 amidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 

R 2 is 3-aminophenyl, B is Vclobutyl, A is single bond, Y° is 4-amidino-2- 

fluorobenzyl, R 1 is hydroxymethyl, and X Q is hydrido; 

R 2 is 3-amingphenyU B is cyclobutyl, A is single bond, Y is 4- 
amidinobenzyl, R 1 is hydroxymethyl, andX 0 is hydrido; 
15 R 2 is 3-aminophenyl, B is cycloprop\l, A is single bond, Y° is 4.amidino-2- 

fluorobenzyl, R 1 is hydroxymethyl, and X° isW rido '' 

R 2 is 3-aminophenyl, B is cyclobutyl, a\s single bond, Y is 4- 

amidinobenzyl, R 1 is hydroxymethyl, and X°is hWdo; 

R 2 is 3-aminophenyl, B is cyclobuS^sikgle bond, Y° is 4-amidino-3- 

20 fluorobenzyl, R 1 is hydroxymethyl, and X° ft 
R 2 is 3-aminophenyl, B is cyclopentyl, 
amidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 

R 2 is 5-amino-2-thienyl, B is cyclobutyl, A is single bond, Y is 4- 
amidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 
25 R 2 is 3^minophenyl, B is cyclopropyl, A is CH 2 , Y° is ^midinobenzyl, 

R 1 is hydroxymethyl, and X° is hydrido; 



. Y° is 4- 



\ R 2 is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2. 1 )-heptyl, A is single bond, 
Y° isYamidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 

R^is 3-aminophenyl, B is cyclopentyl, A is single bond, Y° is 4-amidino-2- 
fluorobenzykR 1 is hydroxymethyl, and X° is hydrido; 

R 2 is jyiiinophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y is 4- 

arnidinQbenzyl, R\is hydroxymethyl, and X° is hydrido; 

R 2 is 2-hydroxyphenyl, B is cyclobutyl, A is single bond, Y is 4- 
amidinobenzyl, R 1 is hydroxymethyl, and X° is hydrido; 

R 2 is phenyl, B isVclobutyl, A is single bond, Y° is 4-amidinobenzyl, R 1 

is hydroxymethyl, and X° is htydrido; 

R 2 is 3-thienyl, B is cyclobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydroxymethV and X° is hydrido; 

R 2 is 2,6-dichlorophenyl, B isWlobutyl, A is single bond, Y is 4- 

amidinobenzyl, R 1 is hydroxymethyl, an^X° is hydrido; 

R 2 is 3-amidocarbonyl-5-aminophVl, B is cyclobutyl, A is single bond, 
' Y° is 4-amidinobenzyl, R 1 is chloro, and X° fshydrido; 

R 2 is 3-anuno-5KN-benzylainidc>carbon\l)phenyl, B is cyclobutyl, A is 
single bond, Y° is 4-amidinobenzyl, R 1 is chloro, aW X° is hydrido; 

cyclobutyl, A is single bond, Y° is 4-amidinoben^R^chloro, and X° is 

hydrido; \^\ 

R 2 is 3-armno-5KN<2-cWorobenzyl)amidc^ony%h 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, R- lschloi 

hydrido; \ 

R 2 is 3-amjno-5-(N-(2-trinuoromethylbenzyDamidoc phenyl, B 

cyclobutyl, A is single bond, Y° is 4-amidinobenzyl, R 1 is chloro, andV is 

hydrido; \ 



1, B is 
1X° is 
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* is 3,5-diaminophenyl, B is cyclobutyl, A is single bond, Y is 4- 



R 2 is: 



amidinoben^yl, R^" is chloro, and X° is hydrido; 

iino-5-carboxyphenyl, B is cyclobutyl, A is single bond, Y° is 4- 

amidinobenzyl, R\ is chloro, and X° is hydrido; 
p \ 

R is 3-amidbcarbonyl-5-aminophenyl, B is cyclobutyl, A is single bond, 

Y° is 4-arrudinobenzyl JR''" is hydrido, and X° is hydrido; 
p \ 

R is 3-amino-5-(IVbenzylamidocarbonyl)phenyU B is cyclobutyl, A is 
single bond, Y° is 4-amidinoo^nzyl, R"^ is hydrido, and X° is hydrido; 

R^ is3-an^no-5KN-(2-cftlorobenzyl)amidocarbonyl)phenyl, B is 

cyclobutyl, A is single bond* Y° is 4^nudinobenzyU is hydrido* and X° is 
hydrido; 

R is 3-amino-5^N-(2-cWorobeikyl)anaidosulfonyl)phenyl, B is 
cyclobutyl, A is single bond, Y° is 4-amidino^enzyl R* is hydrido, and X° is 
hydrido; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbeVzyl)amidocarbonyl)- phenyl, B is 
cyclobutyl, A is single bond, Y° is 4=amidinobenzyl\R* is hydrido, and X° is 
hydrido; 

R is 3,5-diaminophenyl, B is cyclootitylvA is single bond, Y is 4- 



amidinobenzyl, R x is hydrido, and X° is hydrl 
p 

R is 3-amino-Scarboxy phenyl, B is cycle 
4-amidinobenzyl, R* is hydrido, and X° is hydrido. 



*le bond, Y° is 



61. A method of treating or preventing a TF VTIA-mediated disordW in a 
subject by administering a therapeutically effective amount of a compound or a 
2 5 pharmaceutical^ acceptable salt thereof, said compound of the formula 
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wherein; 
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R 2 is 3-aminKoheny 1, B is^phenyl, A is CH 2 CH 2 , Y is 5-guanidino- 1- 
oxo-l-(2-thiazolyl)-2-pefttyl, R 1 is aminomethyl, and X° is chloro; 

R 2 is 3,Sdiaminopftenyl, B is phenyl, A is CH 2 CH 2 , Y AT is 5-guanidino- 1- 

oxo- l-(2-thiazolyl)-2-pentyl, R^is aminomethyU and X G is chloro; 

R 2 is 3-carboxy-5-aminoX en y^ B is phenyl, A is CH 2 CH 2 , Y A is 5- 
guanidino-l-oxo-l-(2-thiazolyl>2-peHtyl, R 1 is aminomethyl, and X° is chloro; 

R 2 is 3-amino-5KN-benzylamidbcarbonyl)phenyl, B is phenyl, A is 
CH 2 CH 2 , Y AT is 5--guamdino-a^oxo-4<2^nazolyl)=2=pentyl, R 1 is 

aminomethyl, and X° is chloro; 

\ AT . 

R 2 is 3,5-diaminophenyl, B is isopropyl/A is single bond, Y is 5- 



guanidino- 1 -oxo- 1 -(2-thiazoly l)-2-pent 



wnomethyl, and X° is chloro; 



R 2 is3-carboxy-5-aminophenyl, 



,AT . 



Kl, A is single bond, Y is 5- 

guanidino-l-oxo-l-(2-thiazolyl)-2-pentyl, RiV^iQ^yl, and X Q is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbony0phen^ is isopropyl, A is 
single bond, Y AT is 5-guanidino- l-oxo-l-(2-thiazolyl)-2-pen^l, R 1 is aminomethyl, 

and X° is chloro; 



R 2 is 3,5-diaminophenyl, B is cyclobutyt, A is single bon< 



i, Y is 5- 



20 



guanidino-l-oxo-l-(2-thiazoiyl)-2-pentyl, R 1 is aminomethyl, and X° is chloro; 
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R 2 „ 3-carboxy-S-aminophenyl, B is cydobutyl. A is single bond, Y AT is 5- 

.Xi^H^O-^'- •» — X ° 15 Chl0, ° ; 
* As 3-amino-MN-benzyl.midocarboayOphenyl, B is cyc.obutyi, A ,s 

single bond V is 5- g uanidino-.-oxo- 1 -(2- t hia,o 1 y 1 V 2 -p,nty 1 , R 1 b — fcyl. 
and X° is chlor\ 

R 2 is 3-^nnophcnyU B is phenyl, A is CH.CH,. Y is ^guan.d.no-1- 
oxo . LP-thiazolyi^Lentyl, R 1 is cbioro, and X° U hydrido; 

R 2 is 3>dianLphen yl . B is phenyl, A is CH 2 CH 2 ,Y* is ^guan.d.no-1- 

OM -l-(2-*iaxolyD-2-pe\. R 1 >» chloro, and X° is hydride; 

R J is 3-carbox y -5-arninophenyl, B is phenyl, A is CH 2 CH 2 , Y" .s 5- 
.uanidino-l-oxo-i^hiazo.Wnty., R> ischloro, and X° is hydrido; 

R 2 is 3-amino-MN-ben WdocaibonyDphenyl, B is phenyl, A is 
CH.CH^ is ^ W^olyM-pe^l, R l * «1 

X° is hydrido; \ at . c_ 

R 2 is 3,5-diaminophenyl, B is iWpyU A is single bond, Y is >- 

gU anidino-l-o X o^ i. *™ ^ X ° * ***** . 

R 2 is 3-carbo X y-Saminophenyl, isopropyl, A is single bond, Y is 5- 

^^l^l**^VWl. As chloro, and X° i, hydrido; 

R 2 is 3-annno-5KN-beraylarrddocarboWenyl, B is isopropyl, A is 

- \lyl)-2-pentyl, R 1 is chloro, and 
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20 single bond, Y AT is 5-guanidino-l-oxo-l-C 

X° is hydrido; 1^ \ ~ at . 

R 2 is 3.5-diaminophenyl, B is cyclobucyl! A k single bond, Y .s 

ouani dino-l-oxo-l-( 2 ,hia Z o,yl)-2-pen.yl, R 1 is chloroVnd X° is hydrido-, ^ 

R 2 is 3-caxboxy-^aminopheny., 91. cyclobutylV is single bond, Y .. 5- 
25 .^dino-.-oxo-i^hia^y^-pen^l, R 1 is chloro, an\» X° is hydrido; 
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R 2 i73^H4no-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is 
at r^-ij r^ i. 0 xo-l-(2-thiazolyl)-2-pentyl, R 1 is chloro, 



single bond, Y 
and X° is hydrido 
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